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WHAT IS CLAIMED IS: 



1. \ A method for inhibiting P-amyloid peptide release and/or its 
synthesis in \ cell which method comprises administering to such a cell an 
amount of a compound or a mixture of compounds effective in inhibiting the 
cellular release arid/or synthesis of p-amyloid peptide wherein said compounds 
are represented by formula I: 



W 



m \ n 



C(H) D 




wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) p C(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to fonji a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with\one or more ring 
structures selected from the group consisting of cycloalkyl\ cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, eacmof such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy\ thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, Jpnino, N- 
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alicylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
alkylWino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)miR 4 , -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
substituteayalkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-h\-OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 



NH- 



wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalentW linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acyl,\rikyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or and X" together form an oxo 
group; 

m is an integer equal to 0 or 1; 
n is an integer equal to 0, 1 or 2; 
p is an integer equal to 0 or 1 such that when /Ais zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atoip of ring attachment to Y 
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and when p is one, the ring is saturated at the carbon atom of ring attachment 
to 

wifch the following provisos: 

A. Mien R l is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and /?\s 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol group; 

B. when R\is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and /? is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group \ 

C. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and Vc=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabuWrolactone group; 

D. when R l is phenyl, Z\is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=^u9^es not form a e-caprolactam group; 

E. when R 1 is cyclopropypli 2 is -CH 3 , Z is -CH 2 C(0)-, 01 is 1, /i is 1, 
and /? is 1, then W, together with'>GH arid >C=X, does not form an N- 
methylcaprolactam group; \ 

F. when R 1 is 4-chlorobenzoyl-cH^-, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4rbenzodiazepin-2-one; 

G. when R 1 is 2-phenylphenyl, R 2 is -ck, Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and Vc=X, does not form an 7- 
methy 1-5 , 7-dihydro-6H-dibenz [b , d] azepin-6-one ; \ 

H. when R 1 is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Zls -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=A, does not form an 
2,3-dihydro-l-^butylC(0)CT^ 

I. when R 1 is 4-ethoxyphenyl, 2,4,6-trimethylphenyK 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n lk 1, and p is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dimdro-l-(MiV- 
diethy lamino-CH 2 CH 2 -)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one; \ 
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J.\ when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n ft 1, and p is 1, then W, together with >CH and >C=X, does not 
form a 2,Vdmydro-l-(iV,^'Kiiemylamino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4- 
benzodiazepin-2-one , 

K. wWn m is 1 and n is 1, then 



W 



— C(H) C 



C 
X 




does not equal cycloalkyl of fr$n\3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 

2. A method for preventing \he onset of AD in a human patient at risk 
for developing AD which method comprises administering to said patient a 
pharmaceutical composition comprising k pharmaceutical^ inert carrier and an 
effective amount of a compound or a mixrare of compounds of formula I: 



W 



{I-'P 2 ^ NH -""P" ^ ( 

m n 
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wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloaikyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alky nyl A substituted cycloaikyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) P C(=X)-, forms a cycloaikyl, cycloalkenyl, 
heterocyclic^ substituted cycloaikyl, or substituted cycloalkenyl group wherein 
each of said cycloaikyl, cycloalkenyl, heterocyclic, substituted cycloaikyl or 
substituted cycltoalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selectedNfrom the group consisting of cycloaikyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionaHy substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitk), cvano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkeitai; alky nyl, substituted alky nyl, amino, N- 
alkylamino, N,N-dialkylaminSL N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted kcylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)NHR 4 , -C(0)NR 4 R 4 , -S(OW, -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; \ 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hvdro (H,H); 

Y is represented by the formula: \ 
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wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloaUcyl, aryl, heteroaryl and heterocyclic; 

Z i\ represented by the formula -T-CX'X"C(0)- where T is selected from 
the groupyconsisting of a bond covalently linking R l to -CX'X"-, oxygen, 
sulfur, -NR? where R 5 is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hym-ogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; \ 

m is an integeXequal to 0 or 1; 
n is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H) p C(=X)- istinsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ringus saturated at the carbon atom of ring attachment 
to Y, Y\ 

with the following provisos! 

A. when R 1 is 3,5-difluoto^henyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together With >CH and >C=X, does not form a 2- 
(S)-indanol group; \ 

B. when R 1 is phenyl, R 2 is -Ch\ Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
1, then W, together with >CH and >CV=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; \ 

C. when R 1 is phenyl, Z is -CH 2 C(0)-)vm is 1, n is 0, and pis 1, then W, 
together with >CH and >C=X, does not fonn a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; \ 

D. when R 1 is phenyl, Z is -CH 2 C(0)-, m is\, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a e-^caprolactam group; 

E. when R 1 is cyclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; \ 
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F. when R 1 is 4-chlorobenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n\is 1, and p is 1, then W, together with >CH and >C=X, does not 
form an^,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. \when R 1 is 2-phenylphenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is\l, then W, together with >CH and >C=X, does not form an 7- 
methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one; 

H. whenV 1 is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 
2,3^mydro-l-(^utyIC(0)CH 2 -)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

I. when R l is Vethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenyl, 2-trifiuoromethyl-4- 
fiuorophenyl, or CH 3 S-, R^s -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and /7 is 1, 
then W, together with >CHVnd >C=X, does not form a 2,3-dihydro-l-(MA^- 
diemylammo-CH 2 CH 2 0-5K2-pyri^Vl)-lH-l,4-benzodiazepin-2-one; 

J. when R 1 is 2,6-difiu4pRh8nyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and p is 1, then W,|f together with >CH and >C=X, does not 
form a 2,3^1mydro-l-(iV,Mdiemylarmno-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4- 
benzodiazepin-2-one, 

K. when m is 1 and n is 1, then\ 



W 



— C(H) e 




does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 
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A method for treating a human patient with AD in order to inhibit 
further ^deterioration in the condition of that patient which method comprises 
administering to said patient a pharmaceutical composition comprising a 
pharmaceutical^ inert carrier and an effective amount of a compound or a 
mixture of compounds of formula I: 




C(H> 




wherein R 1 is selected from thet group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted Vlky I, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) p C(=X)-, forri^s a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substifuents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted Vkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
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^alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(6>)NHR\ -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where\each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (— S), 
hydroxyl (-Hl -OH), thiol (H,-SH) and hydro (H,H); 

Y is represented by the formula: 



wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted Vlkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-OX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, \ 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; \ 
m is an integer equal to 0 or 1 ; \ 
n is an integer equal to 0, 1 or 2; \ 

p is an integer equal to 0 or 1 such that when p & zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atom of ring attachment to Y 
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when p is one, the ring is saturated at the carbon atom of ring attachment 



ICH and >C=X, does not form an N- 



to Y\ 

wuh the following provisos: 

A. ^hen R 1 is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol group; 

B. when R\is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
1, then W, togethet with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group ;\ 

C. when R l is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and\>C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabWrolactone group; 

D. when R 1 is phenyl, \ is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=^X, does not form a e-caprolactam group; 

E. when R 1 is cycloproOTj,\R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together with^ 
methylcaprolactam group; 

F. when R 1 is 4-chlorobenzo^-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R 1 is 2-phenylphenyl, R 2 \s -CH 3 , Z is -CH 2 C(0)-, m is 1, /i 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 7- 
methy 1-5 , 7-dihydro-6H-dibenz [b , d] azepin-6-one ; 

H. when R 1 is CH 3 OC(0)CH 2 -, R 2 is \:H 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH arifi >C=X, does not form an 
2 , 3-dihy dro- 1 -(r-buty lC(O)^ 

I. when R 1 is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0)-\ m is 1, n is 1, and p is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dihydro- 
diethylammo-CH 2 CH 2 -)-5-(2^ 
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when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, /Ais 1, and p is 1, then W, together with >CH and >C=X, does not 
form a ^>dihydro-H^^die^ 
benzodiazfepin-2-one , 

K. When m is 1 and n is 1, then 



does not equal cycloalkyl of fnsjm/^ to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 

4. A method according to a^y of Claims 1, 2 or 3 where, in formula I, 
m is zero. 



5. A method according to Claim 4 wherein R l is aryl or heteroaryl. 

6. A method according to Claim 5 wherein R 1 is selected from the 
group consisting of 

(a) phenyl, 

(b) a substituted phenyl group of the formula^ 
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vWierein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wher&n R b and R c are fused to form a heteroaryl or heterocyclic ring with 
the phenyl rmg wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting^ of oxygen, nitrogen and sulfur 

R b and R b ' ark independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R c is hydrogen, then R b and R b ' are either both hydrogen or 
both substituents other iWi hydrogen, 

(c) 2-naphthyl, \ 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from theVroup consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, arylXand heteroaryl, 

(e) heteroaryl, and \/A 

(f) substituted heteroaryl confefifing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxyjf aM, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group \ 

7. The method according to ClaimVJ wherein R 1 is selected from the 
group consisting of mono-, di- and tri-substinited phenyl groups. 

8. The method according to Claim 7 wherein R 1 is a disubstituted 
phenyl selected from the group consisting of 3,5^iichlorophenyl, 3,5- 
difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4Jdichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3vchloro-4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl. \ 

9. The method according to Claim 7 wherein R^s a monosubstituted 
phenyl selected from the group consisting of 4-azidophenyl\ 4-bromophenyl, 4- 
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chlprophenyl, 4-cyanophenyl, 4-ethylphenyl, 4-fluorophenyl, 4-iodophenyl, 4- 
(phenVlcarbonyl)-phenyl, and 4-(l-ethoxy)ethylphehyl. 

10. \ The method according to Claim 7 wherein R l is a trisubstituted 
phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichlorophenyJ. 

1 1 . The method according to Claim 5 wherein R l is selected from 2- 
naphthyl, quinolin-3vyl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, and 
phenyl. \ 

12. A method according to any of Claims 1, 2 or 3 wherein m is one. 

13. A method accord W\o Claim 12 wherein R 1 is selected from the 
group consisting of phenyl, 1-ripraHStyl, 2-naphthyl, 2-chlorophenyl, 2- 
fluorophenyl, 2-bromophenyl, /2-fwdroxyphenyl, 2-nitrophenyl, 2-methylphenyl, 
2-methoxyphenyl, 2-phenoxyphenyY 2-trifluoromethyIphenyl, 4-fluorophenyl, 4- 
chlorophenyl, 4-bromophenyl, 4-nitrc(phenyl, 4-methylphenyl, 4-hydroxyphenyl, 
4-methoxyphenyl, 4-ethoxyphenyl, 4-biitoxyphenyl, 4-/so-propylphenyl, 4- 
phenoxyphenyl, 4-trifluoromethylphenyl\4-hydroxymethylphenyl, 3- 
methoxyphenyl, 3-hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3- 
chlorophenyl, 3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3- 
methylphenyl, 3-trifluoromethylphenyl, 2,3-difchlorophenyl, 2,3-difluorophenyl, 
2,4-dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4- 
difluorbphenyl, 3,4-methylenedioxyphenyl, 3,4-dknethoxyphenyl, 3,5- 
difluorophenyl, 3,5-dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3,5- 
dimethoxyphenyl, 2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 

3.4.5- trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-m-(trifluoromethyl)phenyl, 

2.4.6- trifluorophenyl, 2,4,6-trimethylphenyl, 2,4,6-tri-\trifluoromethyl)phenyl, 
2,3,5-trifluorophenyl, 2,4,5-triflubrophenyl, 2,5-difluorCH>henyI, 2-fluoro-3- 
trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyl, 2vfluoro-4- 
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trafluoromethylphenyl, 4-benzyioxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chl^rophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyi, 4- 
phenytohenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 2- 
phenylethyl, 3-phenyl-/i-propyl, 4-phenyl-/z-butyl, methyl, ethyl, /i-propyl, 
wo-propylV wo-butyl, sec-butyl, rm-butyl, n-pentyl, uo-valeryl, n-hexyl, 
cyclopropyl\cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohexNl-enyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, -CH 2 -cyclohexyl, 
-CH 2 -cyclopentyTv -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclobutyl, 
-CH 2 CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls (including 5-fluoropyrid-3-yl), chloropyridyls (including 5- 
chloropyrid-3-yl), thien*2-yl, thien-3-yl, benzothiazol-4-yl, 2-phenylbenzoxazol- 
5-yl, furan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, thionaphthen-3-yl, 
thionaphthen-4-yl, 2-chlorofchiophen-5-yl, 3-methylisoxazol-5-yl, 
2-(thiophenyl)thien-5-yl, 6-meihoxythionaphthen-2-yl, 3-phenyM,2,4- 
thiooxadiazol-5-yl, 2-pheny loxa M)\-4-yl , indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH 3 ) 2 CH=MlCH 2 CH 2 CH(CH3)-, 0C(O)CH 2 -, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thierir2-yl)-/i-propyI, 2-(4-nitrophenyl)ethyl, 
2-(4-methoxyphenyl)ethyl, norboran-4-yl, (4-methoxyphenyl)methyl, (2- 
methoxyphenyl)methyl, (3-methoxypheW)methyl, (3-hydroxyphenyl)methyl, 
(4-hydroxyphenyI)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl, 
(4-fluorophenyl)methyl, (4-fluorophenoxy methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 
chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4Vmethoxyphenyl)ethyl, 
CH 3 OC(0)CH 2 -, benzylthiomethyl, 5-(methoxyc\rbonyl)-/2-pentyl, 3- 
(methoxycarbonyl)-n-propyl, indan-2-yl, (2-methy Wnzofuran-3-y 1) , 
methoxymethyl, CH 3 CH=CH-, CH 3 CH 2 CH=CH-\4-chlorophenyl)C(0)CH 2 -, 
(4-fluorophenyl)C(0)CH 2 -, (4-methoxyphenyl)C(0)CH 2 -, 4-(fluorophenyl)- 
NHC(0)CH r , l-phenyl-/z-butyl, (<^) 2 CHNHC(0)CH 2 OT 2 -, (CH 3 ) 2 NC(0)CH r , 
(0) 2 CHNHC(O)CH 2 CH 2 -, methylcarbonylmethyl, (2,4- \ 
dimethylphenyl)C(0)CH 2 -, 4-methoxyphenyI-C(0)CH 2 -, 0ienyl-C(O)CH 2 -, 
CH 3 C(0)N(tf>)-, ethenyl, methylthiomethyl, (CH 3 ) 3 CNHC(0)CH 2 -, 



4^1 
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4-fluorophenyl-C(0)CH 2 -, diphenylmethyl, phenoxymethyl, 3,4- 
metHylenedioxyphenyl-CH 2 -, benzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 -, 
trans^styryl, H 2 NC(0)CH 2 CH 2 -, 2-trifluoromethylphenyl-C(0)CH 2 , 
<£C(O)NHCH(tf0CH 2 -, mesityl, CH 3 CH(=NHOH)CH 2 -, 4-CH 3 -<£- 
NHC(0)CI^CH 2 -, 0C(O)CH(<£)CH 2 -, (CH 3 ) 2 CHC(O)NHCH(0)-, 
CH 3 CH 2 OCH\ CHjOCCOCHCCHaXCH^-, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH 3 -benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
0SO 2 CH 2 -, 3-cycltfhexyl-/i-propyl, CF 3 CH 2 CH 2 CH 2 - and N-pyrrolidinyl. 

14. A method according to any of Claims 1, 2 or 3 where n is one or 
two, and each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 

15. The method accordinAo Claim 14 wherein R 2 is selected from the 
group consisting of methyl, emyir/faropyl, wo-propyl, /i-butyl, wo-butyl, 
jec-butyl, tert-butyl, -CH 2 CH(OHk:H 3 ) 2 , 2-methyl-n-butyl, 6-fluoro-/i-hexyl, 
phenyl, benzyl, cyclohexyl, cyclopeWl, cycloheptyl, allyl, jjo-but-2-enyl, 
3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopropyl, 
-CH 2 CH 2 -cyclohexyl, -CH 2 -indol-3-yl, V(phenyl)phenyl, o-fluorophehyl, 
m-fluorophenyl, /7-fluorophenyl, m-methqxyphenyl, p-methoxy phenyl, 
phenethyl, benzyl, m-hydroxy benzyl, p-hytiroxybenzyl, />-nitrobenzyl, 
m-trifluoromethylphenyl, /?-(CH 3 ) 2 NCH 2 CH\cH 2 0-benzyl, 
p-(CH 3 ) 3 COC(0)CH 2 0-benzyl, p-(HOOCCH\o)-benzyI, 2-aminopyrid-6-yl, 
/?-(N-morpholino-CH 2 CH 2 0)-benzyl, -CH 2 CHjC(0)NH 2? -CH 2 -imidazol-4-yl, 
-CH 2 -(3-tetrahydrofuranyl), -CH 2 -thiophen-2-yl\ -CH 2 (l-methyl)cyclopropyl, 
-CH 2 -thiophen-3-yl, thiophen-3-yl, thiophen-2-yR -CH 2 -C(0)0-r-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH 3 )JCOOCH 3 , -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 V(CH 3 )=CH 2 , 
-CH 2 CH=CHCH 3 (cis and trans), -CH 2 OH, -CH(OH)CH 3 , -CH(0-f-butyl)CH 3 , 
-CH 2 OCH 3 , -(CH^NH-Boc, -(CH^NH,, -CH 2 -pyridyl, pyridyl, 
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I 2 -naphthyl, -CH 2 -(N-morpholino), /7-(N-morpholino-CH 2 CH 2 0)-benzyl, 
benzo[b]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahy«Jrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 
chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 SG^3, thien-2-yl, thien-3-yl, and the like. 

16. A nfcethod according to any of Claims 1, 2 or 3 wherein the cyclic 
groups defined by\W and -C(H) p C(=X)- is selected from the group consisting 
of lactones, lactams^ thiolactones, thiolactams, heterocyclic and cycloalkyl 
groups. 

17. The method according to Claim 16 wherein the cyclic group defined 
by W and -C(H) P C(=X)-, ^orms a lactam or thiolactam ring of the formula: 



— C(H) C 



or 
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jerein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z)qR 21 - and -ZR 21 - 
where\Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 ,\each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alWnyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that whenNz is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to. 3. 

18. The method according to Claim 17 wherein the lactam ring is 
selected from the group consisting of 






,(R a )w 
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wherein A-B is selected from the group consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxyAarboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, caraoxyl alkyl, cyano, halo, and the like; R b is selected from 
the group consisting onalkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkyiwl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R c is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; t is an integer frorw^to^; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3. // \ 

19. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)- i\a ring of the formula: 




CH 



OH 
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or 



— C(H), 




wherein p is zero or oneVT is selected from the group consisting of alkylene, 



substituted alkylene, alken 
where Z is a substituent se 



bstituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
d from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independe^Uy selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cyclbalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryKand heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenyiene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, anyVnsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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O 

B 



10 



15 



The method according to Claim 19 wherein the alcohol or thiol 
substiiuted groups is selected from the group consisting of 



(V), 

-(R a )v* 

OH \ 




(R a )v 



OH 



(V)t 




(R a )w 




wherein each V is independently selected from the group consisting of hydroxy, 
20 acyl, acyloxy, alkyl, substituted alkyl, aUcoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyanp, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
25 amino, carboxyl, carboxyl alkyl, cyano, halo, aqd the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 



21. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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— C(H) B 



NR20 



"CH, 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylehe, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substmient selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is Independently selected from the group consisting of alkyl, 



alkenyl, alkynyl, cycle 
substituted alkynyl, aryl} 
alkylene, substituted all 
proviso that when Z is 



cycloalkenyl, substituted alkyl, substituted alkenyl, 
>aryl and heterocyclic, each R 21 is independently 
alkenylene and substituted alkenylene with the 
-S-, any unsaturation in the alkenylene and 



substituted alkenylene does no\ involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



22. The method according to 
by W, together with -C(H) P C(=X)-, 



Claim 16 wherein the cyclic group defined 
forms a ring of the formula: 



whekein p is zero or one, T is selected from the group consisting of alkylene, 
substi&xted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Ais a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , e^eh R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkypyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that whemZ is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylehe does not involve participation of the -O- or -S-, and q is 
an integer of from l\o 3. 



23. The method 
formula I is selected from 



^cording to Claim 22 wherein the compound of 
roup consisting of 





(R a ) w 



wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nfcro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and thfe like; R a is selected 
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from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to\4; and w is an integer from 0 to 3. 

24 A The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) P C(=X)-, forms a ring of the formula: 




O 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2l - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyL substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene an<d substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 



25. The method according to Claim 16 where^ 
by W, together with -C(H) p C(=X)-, forms a ring of t 



the cyclic group defined 
i formula: 
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— C(H), 




wherein p is zero ok one, T is selected from the group consisting of alkylene, 
substituted alkylene, Mkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 



alkenyl, alkynyl, cycloall 



1,/cycloalkenyl, substituted alkyl, substituted alkenyl, 



substituted alkynyl, aryl, hexeroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alky lejjie\ alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or ^S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



26. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) P C(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
whereyZ is a substituent selected from the group consisting of -O-, -S- and 
> NR 20 \each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from i to 3. 

27. The method\according to Claim 16 wherein the cyclic group defined 
by W, together with -C(ffi p C(=X)-, forms a ring of the formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alktoylene, -(R 21 Z)qR 21 - and -ZR 21 - 
where Z is a substituent selected from the group Consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from tnfe group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituteii alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independendy 
alkylene, substituted alkylene, alkenylene and substitutea\alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 




— C(H). 




C 



O 




25 



29. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms\a ring of the formula: 
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— C(H), 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene\ alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituW selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 



alkenyl, alkynyl, cycloa 
substituted alkynyl, aryl 



cycloalkenyl, substituted alkyl, substituted alkenyl, 
steroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alltylenfe, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- orVS-, any unsaturation in the alkenylene and 
substituted alkenylene does not >pvolve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



30. The method according t6 Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C( = X)- , Yorms a ring of the formula: 



-C(H), 
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^herein p is zero or one, T is selected from the group consisting of alkylene, 

ibstituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2r and -ZR 21 - 
whbre Z is a substituent selected from the group consisting of -O-, -S- and 

each R 20 is independently selected from the group consisting of alkyl, 
alkenyh alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, siibstituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of fronj 1 to 3. 

31. The methpd according to Claim 16 wherein the cyclic group defined 
by W, together with -^(H) p C(=X)-, forms a ring of the formula: 




wherein p is zero or one, T is selected from\the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2 r and -ZR 21 - 
where Z is a substituent selected from the grou© consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from\he group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic^ each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
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proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

32. \ A pharmaceutical composition comprising a pharmaceutical^ inert 
carrier and a pharmaceutically effective amount of a compound of formula I: 



wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; \ 

W, together with -C(H) P C(=X)A forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, oAsubstituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N , N-dialky lamino , N-substituted alkylamino, N-alkyl N-substituted 




I 



X 



alktoamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(o)NHR 4 , -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R\ -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where elach R 4 is independently selected from the group consisting of alkyl, 
substituted, alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-h\oH), thiol (H,-SH) and hydro (H,H); 

Y is represented by the formula: 




O \ 

wherein each R 2 is independently^ selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -^-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where. R 5 is hydrogen, acyl\ alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, \ 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; \ 
m is an integer equal to 0 or 1; \ 
n is an integer equal to 0, 1 or 2; \ 

p is an integer equal to 0 or 1 such that whenV is zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbomatom of ring attachment 
toY, \ 

with the following provisos: \ 



A. when R 1 is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, ancly/* is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indano\ group ; 

B. wherlR 1 is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl grcnm; 

C. when R 1 isVhenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and /? is 1, then W, 
together with >CH ahd >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gamn\abutyroIactone group; 

D. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and pis 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R l is cyclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and /? is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; \ 

F. when R l is ^chloroberiyyl^Hj-, R 2 is -CH 3 , Z is -CH 2 C(OK 
is 1, n is 1, and p is 1, then W, ^ogjcther with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenVl-lH-l,4-benzodiazepin-2-one; 

G. when R 1 is 2-phenylphenyl,NR 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >£H and >C=X, does not form an 7- 
methy 1-5 , 7-dihydro-6H-dibenz[b , d] azepin-drone ; 

H. when R 1 is CH 3 OC(0)CH 2 -, R 2 lk -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 
2,3-dihydro-l-^butylC(0)C^ 

I. when R 1 is 4-ethoxyphenyl, 2,4,6-triinethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorotohenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0)\, m is 1, n is 1, and p is 1, 
then W, together with >CH and >C=X, does not rbrm a 2,3-dihydro-l-(iV;iV- 
diethylan^o-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4-benzodiaiepin-2-one; 

- J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and\>C=X, does not 



forin a 2,3^ihydro-l-W//Kiiethylamino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4- 
benzodiazepin-2-one, 

K.\ when m is 1 and n is 1, then 



W 



— C(H) ( 



C 

II 

X 




does not equal cycloalkyl $| from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 



33. The pharmaceutical composition according to Claim 32 where, in 
formula I, m is zero. 

34. The pharmaceutical composition according to Claim 33 wherein R 1 
is aryl or heteroaryl. 

35. The pharmaceutical composition according to Claim 34 wherein R 1 
is selected from the group consisting of 

(a) phenyl, 



Xb) a substituted phenyl group of the formula: 




R b 



wherein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein R b and R c Ve fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein meJieteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 toph^erheteroatoms independently selected from the 
group consisting of oxygen, Wrogen and sulfur 

R b and R b ' are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, urihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R c is hydrogen, then R b and R b ' are either both hydrogen or 
both substituents other than hydrogen, 

(c) 2-naphthyl, \ 

(d) 2-naphthyl substituted at the\4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

(e) heteroaryl, and \ 

(f) substituted heteroaryl containing iVo 3 substituents selected from the 
group consisting of alkyl, alkoxy, aryl, arylpxy, cyano, halo, nitro," heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. \ 



36,. The pharmaceutical composition according to Claim 32 wherein R 1 
is select^ from the group consisting of mono-, di- and tri-substituted phenyl 
groups. 

37. Th^ pharmaceutical composition according to Claim 36 wherein R 1 
is a disubstituteo^phenyl selected from the group consisting of 3,5- 
dichlorophenyl, 3,5-difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4- 
dichlorophenyl, 3,4^difluorophenyl, 3-(trifluoromethyl)-4-chIorophenyl, 3- 
chloro-4-cyanophenyl\ 3-chloro-4-iodophenyl, and 3,4-methyIenedioxyphenyl. 



38. The pharmaceutical composition according to Claim 36 wherein R l 
is a monosubstituted phenyl selected from the group consisting of 
4-azidophenyl, 4-bromophenyl, .4-chlorophenyl, 4-cyanophenyl, 4-ethylphenyl, 
4-fluorophenyl, 4-iodophenyl, ft<phenylcarbonyl)-phenyl, and 4-(l- 
ethoxy)ethylphenyl. / V\ 



39. The pharmaceutical composition according to Claim 36 wherein R 1 
is a trisubstituted phenyl selected from the group consisting of 3,4,5- 
trifluorophenyl and 3,4,5-trichlorophenyl. 



40. The pharmaceutical composition according to Claim 32 wherein R 1 
is selected from 2-naphthyl, quinolin-3-yl, 2-methy lquinolin-6-yl , benzothiazol- 
6-yl, 5-indolyl, and phenyl. \^ 

41. The pharmaceutical composition according to any of Claim 32 
wherein m is one. 



42. The pharmaceutical composition according to Claim 41 wherein R 1 
is selected from the group consisting of phenyl, 1-napnthyl, 2-naphthyl, 
2-chlorophenyl, 2-fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl, 
2-nitrophenyl, 2-methy lphenyl, 2-methoxyphenyl, 2-phenoxyphenyl, 
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trifluoromethylphenyl, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 
4-nkrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 4-methoxyphenyl, 
4-ethoxyphenyl, 4-butoxyphenyl, 4-wopropylphenyl, 4-phenoxyphenyl, 
4-trifluOTomethylphenyl, 4-hydroxymethylphenyl, 3-methoxyphenyl, 
3-hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 
3-bromophehyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methylphenyl, 

3- trifluoromethylphenyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 2,4- 
dichlorophenyl,V,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-difluorophenyl, 

3,4-methylenedioxyphenyl, 3,4-dimethoxyphenyl, 3,5-difluorophenyl, 

M ? \ 
Of} 10 3,5^1ichlorophenyl,^3,5-di-(trifluoromethyl)phenyl, 3,5-dimethoxyphenyl, 

jf*» \ 

]g 2,4-dichlorophenyl, 2)4-difluorophenyl, 2,6-difluorophenyl, 3,4,5- 

c 3 trifluorophenyl, 3,4,5-tranethoxyphenyl, 3,4,5-tri-(trifluoromethyl)phenyl, 

p 2,4,6-trifluorophenyl, 2,4\6-trimethylphenyl, 2,4,6-tri-(trifluoromethyl)phenyl, 

2,3,5-trifluorophenyl, 2,4,5vtrifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
15 trifluoromethylphenyl, 4-fluOTm2 :: mfluoromethylphenyl, 2-fluoro-4- 

trifluoromethylphenyl, 4-b^lzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluqrophenyI, 2,5-dimethylphenyl, 

4- phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 
2-phenyIethyl, 3-phenyl-n-propyl, 4-bhenyI-/2-butyl, methyl, ethyl, n-propyl, 

20 /^-propyl, iso-butyl, sec-butyl, ten-butyl, n-pentyl, /so-valeryl, n-hexyl, 

cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-enyl, -CH 2 -cyclopropyi,\CH 2 -cyclobutyl, -CH 2 -cyclohexyl, 
-CH 2 -cyclopentyl, -CH 2 CH 2 -cyclopropyl, -GH 2 CH 2 -cyclobutyl, 
-CH 2 CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopentyl, fjyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
25 fluoropyridyls, chloropyridyls, thien-2-yl, thienr3-yl, benzothiazol-4-yl, 
2-phenylbenzoxazol-5-yl, furan-2-yl, benzofuran\2-yl, thionaphthen-2-yl, 
thionaphthen-3-yl, thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5- 
yl, 2-(thiophenyl)thien-5-yl, 6-methoxythionaphtheiir2-yl, 3-phenyl-l,2,4- 
thiooxadiazol-5-yl, 2-phenyloxazol-4-yl, indol-3-yl, fcrphenyl-tetraoI-5-yl, allyl, 
30 2-(cyclohexyl)ethyl, (CH 3 ) 2 CH=CHCH 2 CH 2 CH(CH 3 )\ *C(0)CH 2 -, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thien-2-yl)-n-propyl, 2-(4Anitrophenyl)ethyl, 
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2- ^4-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl, 
(2-methoxypheny l)methy 1 , (3-methoxyphenyl)methy 1 , (3-hydroxypheny l)methy 1 , 
(4-hyoroxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl, 
(4-fluoropheny l)methyl , (4-fluorophenoxy )methyl , (2 ,4-dichlorophenoxy)ethy i, 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 
(l-(p-chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl, 
CH 3 OC(0)CI^-, benzylthiomethyl, 5-(methoxycarbonyl)-/i-pentyl, 

3- (memoxycarbonyl)-/i-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 
methoxymethyl, OH 3 CH=CH-, CH 3 CH 2 CH=CH-, (4-chlorophenyl)C(0)CH 2 -, 
(4-fluoropheny 1)C(0)CH 2 -, (4-methoxyphenyl)C(0)CH 2 -, 4-(fiuorophenyl)- 
NHC(0)CH 2 -, l-phenVl-/i-butyl, (tf>) 2 CHNHC(0)CH 2 CH 2 -, (CH 3 ) 2 NC(0)CH 2 -, 
(</0 2 CHNHC(O)CH 2 Ch\, methylcarbonylmethyl, 



(2 ,4-dimethylphenyl)C(Oj 
CH 3 C(0)N(<£)-, ethenyl, 
4-fluoropheny 1-C(0)CH 2 - , /di 



^p-, 4-methoxyphenyI-C(0)CH 2 -, phenyl-C(0)CH 2 -, 
tfthiomethyl, (CH 3 ) 3 CNHC(0)CH 2 -, 
lenylmethyl, phenoxymethyl, 
3 ,4-methylenedioxyphenyl-CH 2 \ benzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 - 
, trans-styryl, H 2 NC(0)CH 2 CH 2 -\2-trifluoromethylphenyl-C(0)CH 2 , 
<£C(0)NHCH(tf»)CH 2 -, mesityl, CH)CH(==NHOH)CH 2 -, 4-CH 3 -<fr- 
NHC(0)CH 2 CH 2 -, </.C(0)CH(</>)CH 2 -\(CH 3 ) 2 CHC(0)NHCH(</>)-, 
CH 3 CH 2 OCH 2 -, CH 3 OC(0)CH(CH 3 )(CH2) 3 -, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH 3 -benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
<AS0 2 CH 2 -, 3-cyclohexyl-/i-propyl, CF 3 CHX:H 2 CH 2 - and N-pyrrolidinyl. 



43. The pharmaceutical composition according to Claim 32 where n is 
one or two, and each R 2 is independently selected from the group consisting of 
alkyl, substituted alkyl, alkenyl, cycloalkyl, arylAheteroaryl and heterocyclic. 



44. The pharmaceutical composition according to Claim 43 wherein R 2 
is selected from the group consisting of methyl, ethyl, n-propyl, /jo-propyl, 
n-butyl, wo-butyl, jec-butyl, te/T-butyl, -CH 2 CH(CH 2 GH 3 )2, 2-methyl-n-butyl, 
6-fluoro-n-hexyl, phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, allyl, 
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MS 

m 



en 

q 

yy 



10 



15 



/sobut-2-enyl, 3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 2 CH 2 - 

/clopropyl, -CH 2 CH 2 -cyclohexyl, -CH 2 -indol-3-yl, /?-(phenyl)phenyl, 
0-nuorophenyl, /n-fluorophenyl, /7-fluorophenyl, m-methoxyphenyl, p- 
methoxyphenyl, phenethyl, benzyl, m-hydroxybenzyl, p-hydroxy benzyl, p- 
nitrobenfcyl, m-trifluoromethylphenyl, /?-(CH 3 ) 2 NCH 2 CH 2 CH 2 0-benzyl, 
/?-(CH 3 ) 3 d0C(0)CH 2 0-benzyl, /?-(HOOCCH 2 0)-benzyl, 2-aminopyrid-6-yl, 
p-(N-morph61ino-CH 2 CH 2 0)-benzyl, -CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, 
-CH 2 -(3-tetrahydrofiiranyl), -CH 2 -thiophen-2-yl, -CH 2 (l-methyl)cy clopropyl, 
-CH 2 -thiophen-3-Vl, thiophen-3-yl, thiophen-2-yl, -CH 2 -C(0)0-r-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH*CH(CH 2 CH 3 ) 2 , 2-methylcyclopentyl, cyclohex-2-enyl, 
-CHtCHCCH^JCOoW, -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(CH 3 )=CH 2 , 
-CH 2 CH=CHCH 3 (cis ind trans), -CH 2 OH, -CH(OH)CH 3 , -CH(0-f-butyI)CH 3 , 
-CH 2 OCH 3 , -(CH^NH-B^dA -(CH2) 4 NH 2 , -CH 2 -pyridyl, pyridyl, 
-CH 2 -naphthyl, -CH 2 -(N-m^)holino), /?-(N-moipholino-CH 2 CH 2 0)-benzyl, 
benzo[b]thiophen-2-yl, 5-<^orobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo|>]thiophen-2-yl\benzo[b]thiophen-3-yl, 5- 
chlorobenzo[b]thiophen-3-yl, benzVb]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 SCH 3 , thien-2-yl, thien-3-yL and the like. 



20 45. The pharmaceutical composition according to Claim 32 wherein the 

cyclic groups defined by W and -C(H) p C(VX)- is selected from the group 
consisting of lactones, lactams, thiolactones\thiolactams, heterocyclic and 
cycloalkyl groups. 



25 46. The pharmaceutical composition according to Claim 45 wherein the 

cyclic group defined by W and -C(H) p C(=X)-, fonps a lactam or thiolactam 
ring of the formula: 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
30 substituted alkylene, alkenylene, substituted alkenylene, -(R^ZX^r and -ZR 21 - 
where Z is a substituent selected from tha group consisting of -O-, -S- and 
> NR 20 , each R 20 is independently selected irom the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
35 alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation, of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 
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(V) t 




/ 

N 




Rc 



(V) t 




wherein A-B is selected from the group consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyli alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substitutedNalkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substitute^ alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R b is selected from 
the group consisting of alkyl, substituted alkyl, aUcenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl\ heterocyclic, and the like; 
R c is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; t is an integer from 0 to 4; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3. \ 



48. The pharmaceutical composition according to Claim 45 wherein the 
cyclic gtoup defined by W, together with -C(H) p C(=X)- is a ring of the 
formula: \ 



\C(H), 




or 



— C(Hj 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z)qR 2r and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the. alkenylene and 
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20 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
integer of from 1 to 3. 

19. The pharmaceutical composition according to Claim 48 wherein the 
alcoho\or thiol substituted groups is selected from the group consisting of 

(V) t 

,<R a )w 



OH 




HO 



-(R a )w 



OH 




OH 



wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl\alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substitutedVlkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomtethyl and the like; R a is selected 
from the group consisting of alkyl, substitute}! alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, apd the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 



\50. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 



-C(H) p NR20 
"CH, 



wherein p is zero or <#te,l\T is selected from the group consisting of alkylene, 

substituted alkylene, alkenwene, substituted alkenylene, -(R 21 Z) q R 2l - and -ZR 21 - 

\\ 

where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyi, 
alkenyl, alkynyl, cycloalkyl, cyfcloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroarjri and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenvlene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, a^Minsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



51. The pharmaceutical composition skccording to Claim 45 wherein the 
cyclic group defined by W, together with -C(H^ p C(=X)-, forms a ring of the 
formula: 
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-C(HY 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2l - and -ZR 21 - 



where Z is a substit 
>NR 20 , each R 20 is 



snt selected from the group consisting of -O-, -S- and 
iependently selected from the group consisting of alkyl, 
alkenyl, alkynyl, dycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, Tieteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does no\ involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



52. The pharmaceutical coirmosition according to Claim 51 wherein the 
compound of formula I is selected from the group consisting of 
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15 



wherein each V i& independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyL substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, aUcynyl, substituted alky nyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxylyxarboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substimtedTCmoalkoxy, trihalomethyl and the like; R a is selected 
from the group consistingvof alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 



20 53. The pharmaceutical composition according to Claim 45 wherein the 

cyclic group defined by W, togetner with -C(H) P C(=X)-, forms a ring of the 
formula: 



25 



30 



— C(H), 
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v wherein p is zero or one, T is selected from the group consisting of alkylene, 

lbstituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2l - and -ZR 21 - 
wn^re Z is a substituent selected from the group consisting of -O-, -S- and 
> NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl alkynyl, cycloalkyl, cycloalkenyi, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that Vhen Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



54. The pharmaceutical composition according to Claim 45 wherein the 



cyclic group defined 
formula: 



W, together with -C(H) P C(=X)-, forms a ring of the 




— C(H), 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
> NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyi, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
integer of from 1 to 3. 

55. The pharmaceutical composition according to Claim 45 wherein the 
cyclic Voup defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 



m 



fi 



10 



15 



20 



25 



;C(H), 




30 



wherein p is zero or one, T is\selected from the group consisting of alkylene, 
substituted alkylene, alkenylene\substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected npm the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently sheeted from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and>heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene knd substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



56. The pharmaceutical composition accord] 
cyclic group defined by W, together with -C(H) p C( 
formula: 



ig to Claim 45 wherein the 
kX)-, forms a ring of the 
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wherein /> is zero or one, T is selected from the group consisting of alkylene, 
substituted alkyttne, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
> NR 20 , each R 20 isV independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cyddoafllcyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aiwrheteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted/alforlene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does^not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



25 57. The pharmaceuticaY\ composition according to Claim 56 wherein the 

compound of formula I is selected from the group consisting of: 



30 



35 




(R a )w 



,(V), 



58. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: \ 



— C(HV 




wherein p is zero or on& jT is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroarylVid heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenyifene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any tuisaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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59. The pharmaceutical composition according to Claim 45 wherein the 
cycli\ group defined by W, together with -C(H) P C(=X)-, forms a ring of the 
formula 



— fc(H) 




wherein p is zero or one, T iYsileeted from the group consisting of alkylene, 
substituted alkylene, alkenyleneL substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected trom the group consisting of -O-, -S- and 
> NR 20 , each R 20 is independently ^elected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl anci heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsiaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected froimthe group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyK substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsatumion in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 



61. 



A compound of formula I: 



W 



C(H) C 




wherein R 1 is sheeted from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycigHfkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -<J(K)uC(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is ^optionally fused to form a bi- or multi-fused 
ring system (preferably no more tmm 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group\which, in turn, each of such ring 
structures are optionally substituted withy to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy^ substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N,N-dialkylamino, N-substituted alWamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHCCO)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)NHR\ -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R\ -S(O^NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the gro\p consisting of alkyl, 
substituted alkyl, or aryl; 
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V X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydrVyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
lis represented by the formula: 



C 

II 

o 



NH- 



wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenVl, substituted alkenyl, alkynyl, substituted alkynyl, 



cycloalkyl, aryl, heteroaiyl i 



id heterocyclic; 



Z is represented by thftlbnnula -T-CX'X"C(0)- where T is selected from 
the group consisting of a Qoid covalently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy onfluoro, 

X" is hydrogen, hydroxy or fyuoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1; 

n is an integer equal to 0, 1 or 2^ 

p is an integer equal to 0 or 1 such\ that when p is zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at toe carbon atom of ring attachment to Y 
and when p is one, the ring is saturated a^ the carbon atom of ring attachment 
to Y, 

with the following provisos: 

A. when R 1 is 3,5-difluorophenyl, R 2 is\-CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is t, and p is 1, then W, together with >CH J^nd >C=X, does not form a 2- 
(S)-indanol group; 



\ B. when R 1 is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
1, ttten W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclonfex-l-yl group; 

C. Vhen R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R 1 is phenyl, Z is -CH 2 C(OK m is 1, n is 0, and /? is 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. wheAR 1 is cyclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together with >CH and >C=X, does not form an N- 
methylcapro lactam group; 

F. when R l ife 4-chlorobenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(OK m 
is 1, w is 1, and /? is l\then W, together with >CH and >C=X, does not 
form an 2 , 3-dihydro- 1 -nretifyl-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one ; 

G. when R 1 is 2-ritfnyiphenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W,/t(|(gether with >CH and >C=X, does not form an 7- 
methy 1-5 , 7-dihydro-6H-dibenzB> ,d] azepin-6-one ; 

H. when R l is CH 3 OC(6))CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, /i 
is 1, and /? is 1, then W, together\with >CH and >C=X, does not form an 
2,3-dihydro-l-(r-butylC(0)C^^ 

I. when R 1 is 4-ethoxyphen5tl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,V6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 1, 
then W, together with >CH and >C=X, does not form a 2 , 3-dihydro- 1 -(N, iV- 
diethylamino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-^4-beiizodiazepin-2-one; 

J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and p is 1, then W, together witJi >CH and >C=X, does not 
form a 2, 3-dihydro- l-(N,^-die^ 
benzodiazepin-2-one , \ 

K. when m is 1 and n is 1, then \ 
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does not equal dycloalkyl of from 3 to 8 carbon atoms optionally substituted 
15 with 1 to 3 alkyl Woups. 

62. The compound according to Claim 61 where, in formula I, m is 



m 



20 63. The compo^ 

heteroaryl. 



:cording to Claim 62 wherein R 1 is aryl or 



25 



64. The compound according to Claim 63 wherein R 1 is selected from 
the group consisting of 

(a) phenyl, 

(b) a substituted phenyl group 6f the formula: 



30 



35 




40 
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\ wherein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
alkyUdkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and whterein R b and R c are fused to form a heteroaryl or heterocyclic ring with 
the phenw ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R b and R*\are independently selected from the group consisting of 
hydrogen, halo, Vitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when\R c is hydrogen, then R b and R b ' are either both hydrogen or 
both substituents other than hydrogen, 

(c) 2-naphthyl, \ 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected fromNtha group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy Jradr-and heteroaryl, 

(e) heteroaryl, and Ij j\ 

(f) substituted hetecbaryl containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxA aryl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. 

65. The compound according toVClaim 61 wherein R 1 is selected from 
the group consisting of mono-, di- and tri-substituted phenyl groups. 

66. The compound according to Claim 65 wherein R l is a disubstituted 
phenyl selected from the group consisting of »,5-dichlorophenyl, 3,5- 
difluorophenyl, 3,5-di(trifluoromethyl)-phenyl\ 3,4-dichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyl)-4-chlorophekyl, 3-chloro-4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphanyl. 

' 67. The compound according to Claim 65 wherein R 1 is a 
monosubstituted phenyl selected from the group consisting of 
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^4-azidophenyl, 4-bromophenyU 4-chlorophenyl, 4-cyanophenyl, 4-ethylphenyl, 

-fluorophenyl, 4-iodophenyl, 4-(phenylcarbonyl)-phenyl, and 4-(l- 
et^oxy)ethylphenyl. 

The compound according to Claim 65 wherein R 1 is a trisubstituted 
phenyl Selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichloropjienyl. 

69. Tvhe compound according to Claim 61 wherein R 1 is selected from 
2-naphthyl, q\inolin-3-yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, 
and phenyl. 

70. The corhpound according to any of Claim 61 wherein m is one. 



71. The com£ otoncT according to Claim 70 wherein R 1 is selected from 
the group consisting of phenyl, 1-naphthyl, 2-naphthyl, 
2-chlorophenyl, 2-fluoropnenyl, 2-bromophenyl, 2-hydroxyphenyl, 
2-nitrophenyl, 2-methylphenyl, 2-methoxyphenyl, 2-phenoxyphenyl, 

2- trifluoromethylphenyl, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 
4-nitrophenyl, 4-methylphenyl, V-hydroxyphenyl, 4-methoxyphenyl, 
4-ethoxyphenyl, 4-butoxyphenyl,\4-/s<>propylphenyl, 4-phenoxyphenyl, 
4-trifluoromethylphenyl, 4-hydroxy^iethylphenyl, 3-methoxyphenyl, 

3- hydroxyphenyl, 3-nitrophenyl, 3-fl\iorophenyl, 3-chlorophenyl, 
3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methylphenyl, 
3-trifluoromethylphenyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 2,4- 
dichlorophenyl, 2,5-dimethoxyphenyl, 3,4tdichlorophenyl, 3,4-difluorophenyl, 

3.4- methylenedioxyphenyl, 3,4-dimethoxypnenyl, 3,5-difluorophenyl, 

3.5- dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3,5-dimethoxyphenyl, 
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 3,4,5- 
trifluorophenyl , 3,4,5 -trimethoxypheny 1 , 3,4,5 -m-(trifluoromethy l)pheny 1 , 
2,4,6-trifluorophenyl, 2,4,6-trimethylphenyl, 2,4;6-tri-(trifluoromethyl)phenyl, 



2,3L5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyl, 2-fluoro-4- 
trifluoromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chloropnenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 
4-phenylpnenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 
2-phenyletnVI, 3-phenyl-w-propyl, 4-phenyl-n-butyl, methyl, ethyl, /i-propyl, 
zso-propyl, wb-butyl, sec-butyl, tert-butyi, n-pentyl, wo-valeryl, /i-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l^enyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, -CH 2 -cyclohexyl, 
-CH 2 -cyclopentyl, *CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclobutyl, 
-CH 2 CH 2 -cyclohexyl\ -CH 2 CH 2 -cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls, cMoropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yl, 
2-phenylbenzoxazol-5-yl\ fiiran-2-yl, benzofuran-2-yl, thionaphthen-2-yl, 
thionaphthen-3-yl, thionapgt ien^4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5- 
yl, 2-(thiophenyl)thien-5-Ml^6-methoxythionaphthen-2-yl, 3-phenyl-l,2,4- 
thiooxadiazol-5-yl, 2-phenylofcazol-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH 3 ) 2 CH^CHCH 2 CH 2 CH(CH 3 )-, </>C(0)CH 2 -, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(tmen-2-yl)-/i-propyl, 2-(4-nitrophenyl)ethyl, 

2- (4-methoxyphenyl)ethyl, norbonm-2-yl, (4-methoxyphenyl)methyl, 
(2-methoxypheny l)methy 1 , (3-methoKypheny l)methy 1 , (3 -hydroxypheny l)methy 1 , 
(4-hydroxyphenyl)methy 1 , (4-methoxw)henyl)methyl, (4-methylphenyl)methyl, 
(4-fluoropheny l)methy 1 , (4-fluorophenoKy)methy 1 , (2 ,4-dichlorophenoxy)ethy 1 , 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 
(l-(p-chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl, 
CH 3 OC(0)CH 2 -, benzylthiomethyl, 5-(meth0(xycarbonyl)-/i-pentyl, 

3- (methoxycarbonyl)-/i-propyl, indan-2-yl, (2^nethylbenzofuran-3-yl), 
methoxymethyl, CH 3 CH=CH-, CH 3 CH 2 CH=QH-, (4-chlorophenyl)C(0)CH 2 -, 
(4-fluorophenyl)C(0)CH r , (4-methoxyphenyl)Cro)CH 2 -, 4-(fluorophenyI)- 
NHC(0)CH 2 -, l-phenyl-n-butyl, (</>) 2 CHNHC(0)Op 2 CH 2 -, (CH 3 ) 2 NC(0)CH 2 -, 
(0) 2 CHNHC(O)CH 2 CH 2 -, methylcarbonylmethyl, 
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y(2,4-dimethylphenyl)C(0)CH 2 -, 4-methoxyphenyl-C(0)CH 2 -, phenyl-C(0)CH 2 -, 
GH 3 C(0)N(<*>)-, ethenyl, methylthiomethyl, (CH 3 ) 3 CNHC(0)CH 2 -, 
4-wuorophenyl-C(0)CH,-, diphenylmethyl, phenoxymethyl, 
3,4-hiethylenedioxyphenyl-CH 2 -, benzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 - 
, rra/iXstyryl, H 2 NC(0)CH 2 CH 2 -, 2-trifluoromethylphenyl-C(0)CH 2 , 
^C(0)NkcH(<^)CH 2 -, mesityl, CH 3 CH(=NHOH)CH 2 -, 4-CH 3 -<£- 
NHC(0)CH 2 CH r , <*>C(0)CH(<£)CH 2 -, (CH 3 ) 2 CHC(0)NHCH(</>)-, 
CH 3 CH 2 OCH 2 -, CH 3 OC(0)CH(CH 3 )(CH 2 ) 3 -, 2,2,2-trifluoroethyl, 
1 -(trifluoromethy l)ethy 1 , 2-CH 3 -benzofuran-3 -y 1 , 2-(2 , 4-dichlorophenoxy )ethy 1 , 
<£S0 2 CH 2 -, 3-cyclohexyl-n-propyl, CF 3 CH 2 CH 2 CH 2 - and N-pyrrolidinyl. 

72. The compound according to Claim 61 where n is one or two, and 
each R 2 is independently selected from the group consisting of alkyl, substituted 
alkyl, alkenyl, cycloalkyl/Jjyi^ heteroaryl and heterocyclic. 

73. The compound according to Claim 61 wherein R 2 is selected from 
the group consisting of methyl\ethyl, /i-propyl, wo-propyl, 

/i-butyl, z'so-butyl, sec-butyl, terftoutyl, -CH 2 CH(CH 2 CH 3 ) 2 , 2-methyl-/i-butyl, 
6-fluoro-fl-hexyl, phenyl, benzyl, Wlohexyl, cyclopentyl, cycloheptyl, allyl, 
wo-but-2-enyl, 3-methylpentyl, -CHVcyclopropyl, -CH 2 -cyclohexyl, -CH 2 CH 2 - 
cyclopropyl, -CH 2 CH 2 -cyclohexyl, -CH 2 -indol-3-yl, /?-(phenyl)phenyl, 
<?-fluorophenyl, m-fluorophenyl, /?-fluorWienyl, m-methoxyphenyl, p- 
methoxyphenyl, phenethyl, benzyl, m-hydVoxybenzyl, /?-hydroxybenzyl, p- 
nitrobenzyl, wi-trifluoromethylphenyl, /7-(CHq) 2 NCH 2 CH 2 CH 2 0-benzyl, 
/?-(CH 3 ) 3 COC(0)CH 2 0-benzyl, /KHOOCCH 2 Wbenzyl, 2-aminopyrid-6-yl, 
/?-(N-morpholino-CH 2 CH 2 0)-benzyl, -CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, 
-CH 2 -(3-tetrahydrofurany 1) , -CH 2 -thiophen-2-yl , -fcH 2 ( 1 -methy l)cyclopropy 1 , 
-CH 2 -thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, -CH 2 -C(0)0-r-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH 3 ) 2 ]COOCH 3 , -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(OH 3 )=CH 2 , 
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l2 CH=CHCH 3 (cis and trans), -CH 2 OH, -CH(OH)CH 3 , -CH(0-/-butyl)CH 3 , 
-akoCH 3 , -(CH 2 ) 4 NH-Boc, -(CH 2 ) 4 NH 2 , -CH 2 -pyridyi, pyridyl, 
-CH 2 W)hthyl, -CH 2 -(N-morpholino), p-(N-morpholino-CH 2 CH 2 0)-benzyl ? 
benzo[mthiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydr\benzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 
chlorobeni9[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 SCH 3 , thien-2-yl, thien-3-yl, and the like. 



m 

m 



74. The\compound according to Claim 61 wherein the cyclic groups 
10 defined by W anq, -C(H) p C(=X)- is selected from the group consisting of 

lactones, lactams, thiolactones, thio lactams, heterocyclic and cycloalkyl groups. 



=:ef 
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20 



75. The compound according to Claim 74 wherein the cyclic group 
defined by W and -C(Hi p C(=X)-, forms a lactam or thiolactam ring of the 
formula: 



25 
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or 




wherein p is zero or one. 'Bus selected from the group consisting of alkylene, 
substituted alkylene, alkeralene7 substituted alkenylene, -(R 2I Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is indepenaently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cVcloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkfenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, \ny unsaturation in the alkenylene and 
substituted alkenylene does not involVe participation of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 



- 806 - 




30 



-- 807 




• 





wherein A-B is selected from the group consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independent r*selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, udhalomethyi and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano\halo, and the like; R b is selected from 
the group consisting of alkyl, substituted Vkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, hefleroaryl, heterocyclic, and the like; 
R c is selected from the group consisting of a%yl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; t is an integer from 0 to 4; r' is an integer from 0 to 3; and w is an 
integer from 0 to 3. 



11. The compound according to Claim 74 whetein the cyclic group 
defined by W, together with -C(H) p C(=X)- is a ring of\he formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, Substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkfenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylenSt and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unWuration in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

78. The compound according to Claim 7y wherein the alcohol or thiol 
substituted groups is selected from the group consisting of 
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wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, urihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano\halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 
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7<X The compound according to Claim 74 wherein the cyclic group 
defined \y W, together with -C(H) p C(=X)-, forms a ring of the formula: 




NR20 



wherein p is zero or one^ T is selected from the group consisting of alkylene, 
substituted alkylene, alkeiWlene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent sel^gted from the group consisting of -O-, -S- and 



> NR 20 , each R 20 is indepe 
alkenyl, alkynyl, cycloalkyf, c 



25 



itlyselected from the group consisting of alkyl, 
taloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaWl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involv^ participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



80. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-\ forms a ring of the formula: 
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— C(H), 



erein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2I Z) q R 2 i- and -ZR 21 - 
where\Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 \each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that whfen Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from \ to 3. 



81 . The compound according to Claim 80 wherein the compound of 
formula I is selected from the group consisting of 



(R a )w 



(R a )w 




wherein each V is independently selected from theWoup consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
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aryL aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, ckrboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; ano\w is an integer from 0 to 3. 

82. Thfe compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2i - and -ZR 21 - 
where Z is a substituent selected fromvthe group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



35 



83. The compound according to Claim 74 Wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms kring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
> NR 20 , each R 20 ^independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycWlkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, arvhrKeteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -0\or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does t\pt involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

84. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(HkC(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
wheAz is a substituent selected from the group consisting of -O-, -S- and 
>NR 2< \each R 20 is independently selected from the group consisting of alkyl, 
alkenyl Alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substitutecKalkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of frota 1 to 3 . 

85. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 




O \ 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2r and -ZR 21 - 
where Z is a substituent selected from tnfe group consisting of -O, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, Substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and Substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 




87. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(Vx)-, forms a ring of the formula: 
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wherein /? is zercvor one, T is selected from the group consisting of alkylene, 
substituted alkylene\alkenylene, substituted alkenylene, -(R 2I Z) q R 21 - and -ZR 21 - 
where Z is a substituekt selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is indepradently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycIoallmJcycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryly hebroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkyleneXalkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -!S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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88. The compound according ta Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=}Q-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2, Z) q R 2 r and -ZR 21 - 
where Z is a substifuent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, arylMeteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted aHcy/ene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does nqt involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3 . 

89. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)^C(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2l - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
> NrV each R 20 is independently selected from the group consisting of alkyl, 
alkenyl,\alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alky nyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkfenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3 . 

90. A compound selected from the group consisting of: 
l_(N'-(3 ,5-difluorcrohenylacetyl)^ 

l-(R)-(N'-(3,5-difluorophenylacetyl)-L-alaninyi)-amino-2-(S)-indanol 
l-(S)-(N'-(3,5-difluoro^ 

1- (N '-(3 ,5-difluorophe/iyfecetyl)-L-alaninyl)-amino-2-indanol 

2- (N'-(3,5-difluorophenylacWl)-L-alaninyl)-amino-l-cyclohexanol 

l-(R,S)-(N'-(3,5-difluoropheny|acetyl)-L-alaninyl)-amino-l,2,3,4- 
tetrahydro-2-naphthol 

l-(N'-(3,5-difluorophenylacetyl)-^alaninyl)-aminobenz[f]cycloheptan-2-^ 

5-[N'-(3 ,5-difluorophenylacetyl)-L-alaninyl]amino-5 ,7-dihydro-6H- 
dibenzo[a,c]cyclohepten-6-ol 

1- (S)-(N '-(3 ,5-difluorophenylacetyl)-L-alaninyl)-aminoindan-2-one 

2- (N'-(phenylacetyl)-L-alaninyl)aminocyclWexan-l-one 

5_[N'.(3 ,5-difluorophenylacetyl)-L-alaninyl]^nino-5 ,7-dihydro-6H- 
d ibenzo [a , c] eye lohepten-6-one 

3- (N'.(3 9 5-difluorophenylacetyl)-L-alaninyl)-amino-7-butyrolactone 
3-(N'-(3,4-dichlorophenyl)-L-alaninyl)amino-7-bikyrolactone 
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<&(N '-(cyclopenty lacety l)-L-alaninyI)amino- 1 , 1 -dimethyl-3-isochromanone 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l ,l-dimethyl-3- 
isocnromanone 

3-(N'-W,5-difluorophenylacetyl)-L-alaninyl)amino-7-butyrolactam 

3-(N'-(3^-difluorophenylacetyl)-L-alaninyl)amino-5-valerolactam 

l-benzyl-3Vs)-(N '-(3 ,5-difluoropheny lacety l)-L-alaninyl)-amino-6- 
valerolactam 

3-N '-(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-4-methyl-e-caprolactam 

3- (N '-(3 , 5-difluaropheny lacety l)-L-alaninyl)amino- 1,2,3,4- 
tetrahydroquinolin-2-one 

l-benzyl-3-(N'-(3 ,5^difluorophenylacetyl)-L-alaninyl)amino-l ,2,3,4- 
tetrahydroquinolin-2Apne 

4- (N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1,2,3,4- 
tetrahydroisoquinolin-3-o 



4-(N'-(3,5-difluorophen 
tetrahydroisoquinolin-3jbn^ 



fl)-L-alaninyl)amino-2-benzy 1-1, 2,3,4- 



4-(N ' -(3 , 5-difluoropheny lacefy l)-L-alaniny l)amino- 1 -methyl- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)\L-alaninyl)amino- 1 -phenyl- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety 1)-L^ laniny l)amino-6-fluoro- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3 ,5-difluorophenylacetyl)-L-al^iinyl)amino-7-fluoro-l ,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N f -(3,5-difluorophenylacetyl)-L-alanii^l)amino-2-phenethyl-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 ,5-difluoropheny lacety l)-L-alaniny l)^nino-2-methy 1- 1,2,3 ,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amAjo-6-phenyl-l, 2,3,4- 
tetrahydroisoquinoIin-3-one 
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^(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-phenyl-l, 2,3,4- 
tetfcahydroisoquinolin-3-one 

(N'-^,5-difluorophenylacetyl)-L-aIaninylM^ 5- 
lactanr\ 

3-(N ' -(phenylacety l)-L-alaniny l)amino-e-caprolactam 

3-(S)-(N'-(k5-difluorophenylacetyl)-L-alaninyl)-amino-e-caprolactam 

3-(S)-(N'-(3 ,5\difluorophenylacetyl)-L-alaninyl)amino- 1-benzyl-e- 
caprolactam 

3-(S)-N'-(3,5-difiyorophenylacetyl)-L-alaninyl)amino-l-(2-methoxyethyO 
caprolactam 

3-(S)-(N '-(3 ,5-difluotophenylacety l)-L-alaniny l)amino- 1 -ethyl-e-caprolactam 
3-N X3, 5-difluoropheny hic*yl)-L-alam^ 



3-N ' -(3 , 5-difluoropheny lac 



^L-alaninyl)amino-5-ethyl-e-caprolactam 



3-N '-(3 , 5-difluoropheny l^ejtyh-L-alaninyl-amino)-7-benzyl-e-caprolactam 

3-(S)-(N ' -(3 , 5-difluoropheny lacefy l)-L-alaniny l)amino- 1 -benzy 1-4 , 7- 
methano-e-caprolactam 

3-(S)-(N'-(cyclopentylacetyl)-L-alaniWl)amino-l-benzyl-€-caprolacta^ 

3-(S)-(N'-(cyclopentylacetyl)-L-phenylg{ycinyl)amino-l -benzy 1-e- 
caprolactam 

3-(S)-(N f -(3,5-difluorophenylacetyl)-L-ala^nyl)amino-l-(2-phenethyI)-e- 
caprolactam 

3-(S)-(N'-(cyclopentylacetyl)-L-phenylglycinyf5(amino-l-(2-phenethyl)-€- 
caprolactam 

3-(N '-(3 ,4-dichlorophenyl)-D,L-alaninyl)amino-e-Wprolactam 

3-(S)-(N f -(cyclopropylacetyl)-L-phenylglycinyl)amin9-l-methyl-e- 
caprolactam 

3-(N' -(3, 5-difluoropheny lacetyl)-L-alaninyl)amino-8-o<kanelactam 
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4-(N'K3,5-difluorophenylacetyl)-L-alaninyl)amino-7-benzyI-l,2,3,4- 
^trahydroisoquinolin-S-one 

4-(PT-(3,5-difluorophenylac 
tetrahydroisoquinolin-3-one 

4-(N'-(^5-difluorophenylacetyl)-L-alanm^ 

1 .2.3.4- tetrahydroisoquinolin-3-one 

4-(N '-(3,5 -difluoropheny lacety l)-L-alaninyl)amino- 1 -(py rid-2-y 1)- 1,2,3,4- 
tetrahydroisocminoIin-3-one 

4-(N ' -(3 ,5-difluoropheny lacety l)-L-alaninyl)amino- 1 -(py rid-3-y 1)- 1,2,3,4- 
tetrahydroisoquinoiin-3-one 

4-(N '-(3,5 -difluoropheny lacety l)-L-alaniny I)amino- 1 -(py rid-4-y 1)- 1,2,3,4- 
tetrahydroisoquinolin-3rOne 

3-[N , -(3,5-difluorophenyWetyl)-L-alaninyl]-amino-l-methyl-2-in^ 

3-[N*-(3 ,5-difluoropheny lacW^L-alaninyl]amino- l-methyl-4-phenyl-3 ,4- 
fra/is-dihydrocarbostyril V / 

3-[N'-(3 ,5-difluoropheny lac^^L-alaninyl]amino-l-methyl-4-phenyl-3 ,4- 
c/s-dihydrocarbostyril / \ 

3-[N'-(3 ,5-difluorophenylacetyl)-L^alaninyl]amino-4-phenyl-3 ,4'trans- 
dihydrocarbostyril \ 

1 -(N ' -(3 ,5-difluoropheny lacetyl)-L-alaninyl)amino-3-methy 1- 1 , 3 ,4 ,5- 
tetrahydro-2H-3-benzazepin-2-one \ 

l-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaidnyl)amino-3-ethyl-4'-fluoro^ 

1 .3.4.5- tetrahydro-2H-3-benzazepin-2-one \ 

3-(3 ,5-difluoropheny lacetyl)amino- 1 -ethyl-5 ,5\dimethyl- 1 ,3 ,4,5-tetrahydro- 
2H- 1 -benzazepin-2-one \ 

3-(N ' -(3 ,5-difluoropheny lacetyl)-L-alaninyl)aminOr 1 , 3 ,4, 5-tetrahydro-2H- 1 - 
benzazepin-2-one \ 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-lWnzyl-l, 3,4,5- 
tetrahydro-2H-3-benzazepin-2-one \ 

3-(N'-(cyclopentylacetyl)amirio-l-ethyl-5,5-dm^ 
l-benzazepin-2-one \ 
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S 3-(S)-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -methyl- 1,3,4,5- 
tetrahydro-2H- 1 -benzazepin-2-one 

3-(Ns-(3 , 5-difluorophenylacety l)-L-alaninyl)amino- 1 ,5»dimethyl-l,3,4,5- 
tetrahydro-2H- 1 -benzazepin-2-one 

3-(3 , 5 -difluoropheny lacety l)amino- 1 , 5-dimethy 1- 1,3,4 , 5-tetrahydro-2H- 1 - 
benzazepinr2-one 

3-(S)-(N f -(3 ^5-difluorophenylacety I)-L-alaninyl)amino- l-methyl-5-oxa- 
1 ,3 ,4,5-tetranVdro-2H- l-benzazepin-2-one 

3-(S)-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -ethy 1-5-oxa- 
l,3,4,5-tetrahydro-2H-l-benzazepin-2-one 

3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-methyl-5-^^ 
1,3,4, 5-tetrahydro-2H- 1 -benzazepin-2-one 

5-{NX3,5-difluoroph<mylacetyl)-L-alam^ 
dihydro-6H-benz[b]azepin-6-one 

5-{N^3, 5-difluoropheny rap Xjd)^L-alaniny 1 } amino-3 , 3 , 7-trimethy 1-5 , 7- 
dihy dro-6H-benz [b] azepin/ 



one 



5- { N ' - [(S)-3 , 5 -difluoromandely 1] -L-alaniny 1 } amino-3 , 3 , 7-trimethy 1-5,7- 
dihydro-6H-benz[b] azepin-6-one 

1-(N '-(3 ,5-difluorophenylacetyl>\L-alaninyl)amino-5-phenyl-l ,3 ,4,5- 
tetrahydro-2H-3-benzazepin-2- 

3-(N ' -(3 , 5-difluoropheny lacety l)-L\alaninyl)amino- 1 -ethy 1-5 , 5-dimethy 1- 
1 ,3 ,4,5-tetrahydro-2H- l-benzazepim2-one 

5-(S)- [N ' -(3 , 5-difluoropheny lacety l)-^-alaniny 1] amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-(S)-[N'-((S) and (R)-3,5-difluorophen^I-a-hydroxyacetyl)-L- 
alaninyl]amino-7-methyl-5,7-dihydro-6H-\jibenz[b,d]azepin-6-one 

5-(S)-[N ' -(3 , 5-difluoropheny 1-a-keto^ 
dihy dro-6H-dibenz[b ,d]azepin-6-one 

5.(S)-[N , -(3,5-difluorophenylacetyl)-L-valinyl^mino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azep in-6-one 

5-(S)-[N*-(3,5-difluorophenylacetyl)-L-rm-leucii^l]amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 
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5-(S)-[N'-((S)-3,5-difluorophenyl-a-hydroxyacetyl)-L-valinyl]amino-7- 
\methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5 [N ' -((S)-3 , 5-difluoropheny l-a-hydroxyacetyl)-L-rerf-leucinyl]amino-7- 
met^y 1-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-[N T -(3,5-difluorophenylacetyl)-L-alaninyl]amino-7-(methoxyacety 
dihydro-!§H-dibenz[b , d] azepin-6-one 

5-[NX3 ,5-mfluorophenylacetyI)-L^ 

5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-[N'-(3,5-difli^rophenylacetyO 

butanoy l)-5 , 7-dinydro-6H-dibenz [b , d] azepin-6-one 

5-[N'.(3,5-difluoroRhenylac^ 

5 , 7-dihy dro-6H-dibetaz[b , d] azepin-6-one 

5_(S)-(N ' -((S)-( + )-2-lWroxy-3 ^ 
5 , 7-dihy dro-6H-dibenz[^ctf9^epin-6-one 

5- [N ' -cyclopenty 1-a-hydro^y^cety l)-L-valiny 1] amino-7-methy 1-5 , 7-dihy dro- 
6H-dibenz[b ,d] azepin-6-ope x 

5-(S)-(N'-((S) and (R)-3 ^-diniethyl-2-hydroxybutyryl)-L-alaninyl)amino-7- 
methyl-5,7-dihydro-6H-dibenz[bcd]azepin-6-one 

5-[N , -cyclopentyl-a-hydroxyacetyh-L-r^n-leucinyl]amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-[N • -cyclopentyl-a-hydroxyacety 1)-L\^lariiny l]amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-[N' -(3 ,5-difluorophenylacetyl)-L-alaniiiyl]amino-5 , 7-dihy dro-6H,7H- 
dibenz[b ,d]azepin-6-one 

5-[N , -(3,5-difluorophenylacetyl)-L-alaninyl]^ino-7-(2-methylpropyl)-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-[N , -(2-hydroxy-3-methylbutyryl)-L-valinyl]a^ino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5_(S)-[N'-((S and R)-2-hydroxy-3,3-dimethylbutyr^)-L-valinyl]amino-7- 
, methy 1-5, 7-dihy dro-6H-dibenz[b,d]azepin-6-one 

5-{N*-(4-phenyl-flirazan-3-yl)alaninyl}-amino-7-meth)^-5 ,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 
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>- { N ' -(3 , 5-difluoropheny lacetyl)-L-alaninyl)amino-7-methyl-l,2,3,4,5,7- 
hfexahy dro-6H-dicyclohexy 1 [b , d] azepin-6-one 

5-{N , -(3,5-difluorophenylacetyl)-L-alaninyl}amino-7-phenbutyl-5,7-dihydr^ 
6H-dibenz [b , d] azepin-6-one 

5-{NX^5-difluorophenylacetyO^ 
dihy dro-6t^-dibenz [b , d] azepin-6-one 

5-{N'-(3,5-<fifluorophenylacetyl)-L-alaninyl}amino-7-(2 , ,2 , ,2*- 
trifluoroethyl)\5,7-dihydro-H-diben2[b,d]azepin-6-one 

5-{N'-(3,5-difluOTophenylacetyl)-L-alaninyl}amino-7-cyclohexyl-5,7- 
dihy dro-6H-dibera[b , d] azepin-6-one 

5-{N'-[(S)-3,5-diflu<9romandd^ 
dihydro-6H-dibenz[bM]azepin-6-one 

5-{N^(S)-3,5-difluoromande^ 
dihydro-6H-dibenz[b,d]a^epin-6-one 

5-{N'-[(S)-3,5-difluoromanflel ^l]-L-alaninyl}amino-10-fluoro-7-methyl-5,7- 
dihydro-6H-dibeiu[b,d]azem^ 6rone 

5-{N'-[(S)-3,5-difluoromMdem]-L-alaninyl}amino-7-cy 
5,7-dihydro-6H-dibenz[b/a]azepm-6-one 

5-{N'-[(S)-3 ,5-difluoromandelyl]-K-alaninyl}amino-7-phenbutyl-5 ,7- 
dihy dro-6H-dibenz [b , d] azepin-6-ora 

5-{N'-[(S)-3,5-difluoromandelyl]-L^ 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N , -[(S)-3,5-difluoromandelyl]-L-vali^l}amino-7-phenbutyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl^ino-7-hexyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-va^ 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{ N ' - [(S)-3 , 5-difluoromandely 1] -L- valiny l}amino\l 3-fluoro-7-methy 1-5 , 7- 
dihydro-6H-dibenz [b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-9-h^oro-7-methyl-5 ,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 
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-(N'-CS^-methylenedioxyphenylacetyO-L-alaninyOamino-l^-dihydro-l- 
ithyl-5-phenyl- 1H-1 ,4-benzodiazepin-2-one 

3-(r\-(2-methoxyphenoxyacetyl)-L-alaninyl)amm^ 
- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N*-(^isopropylphenoxyacetyl)-L-alaninyl)amino-23-dihydro-l-methyl- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 



10 



3-(N 9 -(ethoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5 -phenyl- 1 H- 
1 ,4-benzodiazepin-2-one 
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3-(N , -(4-phenoxyphenylacetyl)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4-ethoxypheWlacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N '-(2,5 -dimethoxypMny lacety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1- 
5-phenyl- 1H-1 ,4-benzodia^ipin-2-one 



3-(N'-(3 ,5-difluorobenzc 



L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 



phenyl-lH- 1 ,4-benzodiazepm-2-one 

3-(N ' -(o-toly lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one 
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3-(N'-(3 3-diphenylpropionyl)-L-2uaninyl)amino-2, 3-dihydro- 1 -methy 1-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-2-one\ 

3-(N * -(3-phenoxypropiony l)-L-alaninytyamino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1-1 H-l ,4-benzodiazepin-2-one 
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3 -(N * -(indole-3-acety l)-L-alaniny l)amino->f , 3-dihydro- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one 



3-(N'-(4-(trifluoromethyl)phenylacetyI)-L-alkninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 



40 



3-(N , -((4-methylphenoxy)acetyl)-L-alaninyl)ampo-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 
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3-(N ' -(4-(hy droxymethy l)phenoxy acety l)-L-alaninj(l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(2-phenoxyphenylacetyl)-L-alaninyl)amino-2,3-Hihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 
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3VN'-(3-phenoxyphenylacetyl)-L-alaninyl)am^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3.(N\(3,4-dicWorophenoxyacetyl)-L-alaninyl)amino-23-dihydro 
5-phenvl- 1H- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(4^fluorophenoxyacety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1-5- 
pheny 1-1 HVl ,4-benzodiazepin-2-one 

3-(N ' -(methwthio)acety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1-5-pheny 1- 
1H- 1 ,4-benzo\iiazepin-2-one 

3 -(N ' -(methoxy ^cety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methy 1-5-pheny 1-1H- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(phenoxy\cety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5 -phenyl- 
1H-1 ,4-benzodiazepui-2-one 

(S)-3-(N'-(phenylacetyK-L-alaninyl)amino-2 , 3-dihy dro- 1 -methy 1-5-pheny 1- 
lH-l,4-benzodiazepin-2V>ne 

(S)-3-(N * -(2-phenoxybuty OW*-^aniny l)amino-2 , 3 -dihy dro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepm/2^one 

(S)-3-(N ' -(3-methoxyphenox}\cety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny l-lH-l,4-benzo<iiazepin-2-one 

(S)-3-(N * -(4-(trifluoromethy l)pheWlacety l)glyciny l)-L-alaniny l)amino-2 , 3- 
dihydro- 1 -methy 1-5-pheny 1- 1H- 1 ,<&benzodiazepin-2-one 

(S)-3-(N , -(4-butoxyphenylacetyl)-L-kaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

(S)-3 -(N * -(3-(2-methoxypheny l)propionW)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2\one 

(S)-3-(N * -(4-fluoropheny lacety l)-L-alaniny Wamino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N*-(isopropoxylacetyl)-L-alaninyl)aminb-2,3-dihydro-l-methyl-5- 
phenyl- 1H-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N 1 -phenyl- 1 H-tetrazole-5-acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one \ 

(S)-3-(N'-(3-(3,4-methylenedioxyphenyl)propionyl)^L-alaninyl)amino-2,3- 
dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 
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^(S)-3-(NX3-cyclopentylpropionyl)-L-alaninyl)am 
i-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S >3-(N ' -(2-cyclopentene- 1 -acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-phf nyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-i^'-(2-chloro-6-fluorophen^ 

methy l^S-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' \cyclohexy lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1-1 H^,4-benzodiazepin-2-one 

(S)-3 -(N ' -(2 , 5-difluoropheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy I-5-phen\l- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(pentanuorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 
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(S)-3-(N'-(3,5-dimei 
methy 1-5-pheny 1- 1 1 



xy acety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
4-benzodiazepin-2-one 



(S)-3-(N * -(4-cWor<mhenV 
phenyl-lH-1 ,4-benzodiaz^pin-2-one 

(S)-3 -(N ' -(3-chlorophenoxy Vety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(benzo [b] thiophene-3vacetyl)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodWepin-2-one 

(S)-3-(N ' -(benzoy Iformy l)-L-alani^l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3,5-dimethoxyphenylacetylVL-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepinA2-one 

(S)-3-(N • -(2 , 5-dimethy lpheny lacety l)-L-aWiny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2 ,6-difluoropheny lacety l)-L-alaniiWl)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,4-difluorophenylacetyl)-L-alaninyl)\mino-2,3-dihydro-l- 
. methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(mesitylacetyl)-L-alaninyl)amino-2,3-dihy\ro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 
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(S)-3-(N' -(4-bipheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pneny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3^/N'-(3,4-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyM-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'Vtrans-styi7lacetyl)-L^ 
phenyl- 1 H-^,4-benzodiazepin-2-one 

(S)-3-(N'-(3-TCnzoylpropionyl)-L-alaninyl)amino-23-dihydro-l-methyl^ 
phenyl- 1H- 1 ,4^benzodiazepin-2-one 

(S)-3-(N ' -(trans-SVhexenoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-bentodiazepin-2-one 

(S)-3-(N ' -(heptanoy l)\L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1-5 -phenyl- 1 H- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-methylphOTyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H- 1 ,4-be^zodiazepin-2-one 

(S)-3-(N ' -(3-(4-chloropheny 1 m^osl^ny l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl- 1H- 1 ,4-ben^afazepin-2-one 

(S)-3-(N ' -(3-pheny lbuty ry l/L-alanuiy l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-oneV 

(S)-3-(N ' -(4-(4-methoxypheny l)buty rjm-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5 -pheny 1- 1H- 1 ,4-benzodiazepun2-one 

(S)-3-(N'-(3-methoxycarbonylpropionyl)-L-alaninyl)amino-2,3-dihydro-l^ 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-<me 

(S)-3-(N ' -(4-pheny lbuty ryl)-L-alaninyl)amino\2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-l,4-benzodiazepin-2-one \ 

(S)-3-(N' -(3-(benzylthio)propionyl)-L-alaninyl)amino-2 ,3-dihydro- 1 -methyl- 
5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3-methylpentanoyl)-L-alaninyl)amino-23-^ihydro-l-methyl-5^ 
pheny 1- 1H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N ' -(6-methoxycarbony lheptanoy l)-L-alaniny l)amino-2 , 3 -dihydro- 1 - 
- methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(2-indanylacetyl)-L-alaninyl)amino-2,3-dihydro-lViethyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 
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VS)-3-(N'-(4-methoxyphenylace^ 
phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3KN ' -(2-chlorophenoxy acety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy I- 
5-phe^yl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N\(2-thiopheneacety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methyl-5- 
phenyl-lHVl ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-ltofluorome^ 

methy 1-5-phenVl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-tolylacetyl)-L-alaiiinyl)amino-2 T 3-dihydro-l-meth^ 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(2 , 6-difludromandely l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5 
phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(-(4-methoxypheny l)propiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1H- 1 ,4-henzodiazepin-2-one 



(S)-3-(N'-(3,5-difluorophe 



aeetyl)-L-alaniny l)amino-2 , 3 -dihydro- 1 - 



methyl-5-phenyl-lH-l,4-lfen:?lDdiazepin-2-one 

/ * \ 

(S)-3-(N ' -(m-toly lacety l)-L-alanl{iy l)amino-2 , 3-dihydro- 1 -methy 1-5 -pheny 1- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N *-(3-fluoropheny lacetyl)-lAl aninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(4-chlorophenoxyacety l)-L-al^niny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 



(S)-3-(N , -(2-naphthylacetyl)-L-alaninyl)a 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 



iino-2 , 3-dihydro- 1 -methy 1-5- 



(S)-3-(N*-(3-chlorophenylacetyl)-L-alaninyl)£^ino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-methylphenoxyacetyl)-L-alaninyl)ar^ino-2,3-dihydro-l-methyl 
5-phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 ,4-methylenedioxyphenylacetyl)-L-alam^yl)amino-2, 3-dihydro- 
1 -methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(2-methoxyphenoxyacetyl)-L-alaninyl)amino^,3-dihydro-l- 
methyl-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 



• 
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^S)-3-(N , -(4-isopropylphenoxyacetyl)-L-aIaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S]p3 -(N ' -(4-phenoxy pheny lacety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(I^-(pheny lmercaptoacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methyl-5- 
phenyl-lHr 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4^ethoxypheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4rbenzodiazepin-2-one 

(S)-3 -(N '-(2,5 -dlrnethoxy pheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1-1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(o-tolylacMyl)-L-alaninyl)amino-2,3-dihydro-l -methy 1-5-pheny 1- 
1H- 1 , 4-benzodiazepinr2-one 

(S)-3-(N • -(3 , 3-dipheny lVopiony l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methy 1-5- 
pheny 1- 1H- 1 ,4-benzodiazfepki-2-one 



(S)-3-(N , -(3-phenoxyprof 
phenyl- 1H-1 ,4-benzodiaze 



-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
-one 



(S)-3-(N'-(indole-3-acetyl)-L-ar^ninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-(trifluoromethy OphenVlacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,5-bis(trifluoromethyl)ph^ylacetyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy 1-5-pheny 1- 1 H- 1 ,4-beneodiazepin-2-one 

(S)-3 -(N ' -(2-phenoxypheny lacety l)-L-alai^ny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-phenoxypheny lacety l)-L-alanin^)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-fluorophenoxyacetyl)-L-alaninyl)ai^no-2,3-dihydro-l-methyl-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,4-dichlorophenylacetyl)-L-alaninyl)ami^o-2,3-dihydro-l- 
methy 1-5-pheny l-lH-l,4-benzodiazepin-2-one 

(S)-3-(N , -((methylthio)acetyl)-L-alaninyl)amino-2,3-di^dro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 



+ 
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XS)-3-(N'-(4-fluoromandelyl)-L-alaninyl)amino-23-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)\3-(N'-(4-thionaphthenacetyl)-L-alaninyl)amino-23-dihydro-l^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(methoxyacetyl)-L-alaninyl)amino-2^-dihydro-l-methyl-5-ph^ 
1H-1 ,4-oenzodiazepin-2-one 

(S)-3-(N , -(Woxyacetyl)-L-alaninyl)amino-23-dihydro-l-methyl-5-ph^ 
1H-1 ,4-benzbdiazepin-2-one 

(S)-3 -(N ' -(3 -intiolepropiony l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(NX3^2-clWophenyl)propionyO 
methy 1-5-phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(buty ry 1)-L*alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 1 H- 
1 ,4-benzodiazepin-2-o 

(S)-3-(N , -(hexanoyl)-Erafenfa^ 
l,4-benzodiazepin-2-one \ 

(S)-3-(N ' -(5-pheny lpentanoy iJ-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin^2-one 

(S)-3-(N'-(4-(2-thienyl)buty^ 
phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(4-nitrophenoxyacetyl)-L-^aninyl)amino-2 , 3-dihy dro- 1 -methy 1-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3-(3-methoxyphenyl)propionVl)-L-alaninyl)amino-23-dihydro^ 
methy 1-5-pheny 1- 1H-1 ,4-benzodiazepin-2tone 

(S)-3-(NX5-methylhexanoyl)-L-alar^ 
phenyl- 1H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(hydrocinnamyl)-L-alaninyl)amino-A3-dihydro-l-methyl-5-pheny 
1H-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N , -(octanoyl)-L-aIaninyl)amino-2,3-dihydro-l-methyl-5-phenyl-lH- 
- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N , -(3-(3-hydroxyphenyl)propionyl)-L-alaninyWamino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 



• 
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)-3-(N'.(3.(4-hydroxyphenyl)propionyl)-L-alaninyl)amino-23-dihy 
sihyl-5-phenyl-lH-l,4-benzodiazepin-2-one 



(S)-3\(N'-(3,4,5-trifluorophenylacetyl)-L-alaninyl)amino-23-d^ 
methyWs-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(m-(5-hydantoinacetyl)-L-alaninyl)amino-23-dihydro- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(cyclopenty lacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- lV-benzodiazepin-2-one 

(S)-3-(N , -(3-(trtfluoromethyl)butyi7l)-L-alaninyl)amino-23-dihy 
methyl-5-phenyl\ 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(2-methVl-3-Benzofuranacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(propiony l)\L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1-5 -phenyl- 1 H- 
1 ,4-benzodiazepin-2-o\ 



(S)-3-(N'-(cyclopropyla 
phenyl- 1 H- 1 ,4-benzodi£ 



.-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
-2-one 



(S)-3-(N ' -(3-methoxypfropidny l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(5-(thienyl)pentanoyw-L-alaninyl)amino-2 ,3-dihydro- 1 -methy 1-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2\pne 

(S)-3-(NM3-(4-fluorophenyl)propW 
methyl-5-phenyl-lH-l,4-benzodiazfepin-2-one 

(S)-3-(N ' -(3-(4-fluorophenoxy )propiOny l)-L-alaniny l)amino-2 , 3 -dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-norbormneacetyl)-L-alanin\l)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(2,3-difluoromandelyl)-L-alaniny\jamino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N*-(3-pentenoyl)-L-alaninyl)amino-23-\ihydro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ? -(4-(2,4-dichlorophenoxy)butyryl)-L-alai\nyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 
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)-3-(N ' -(2 , 3-dichlorophenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
iyl-5-phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3Vn X3-(4-cWorobenzoy l)pro 
methyIV5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N\(2-fluorophenylacetyl)^ 
phenyl- lHrl ,4-benzodiazepin-2-one 

(S)-3-(N'-(2V4-cyanophenoxy)-2-methyl propionyl)-L-alaninyl)amino-2,3- 
dihydro- l-mefc{iy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-mttepheny lacety^^ 
phenyl- 1H- 1 ,4-banzodiazepin-2-one 

(S)-3-(N ' -(4-(hydroxy methy l)phenoxyacety l)-L-alaniny l)amino-2 , 3-dihydro- 
1 -methy 1-5-pheny 1- Ifl- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-fluoro-3-\trifluoromethyl)phenylacetyl)-L-alaninyl)amino-^ 



dihydro- 1 -methy 1-5-phem 

(S)-3-(N , -(2,4,6-trifluor^ 
methy 1-5-pheny 1- 1 H- 1 / 



1H-1 ,4-benzodiazepin-2-one 

lieny lacety l)-L-alaniny I)amino-2 , 3-dihydro- 1 - 
xenzodiazepin-2-one 



25 



30 



35 



40 



45 



(S)-3-(N , -(4-fluoro-2-(triflixoromethyl)phenylacetyl)-L-alaninyl)amino-^ 
dihydro- 1 -methy 1-5-pheny 1- 1\H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4,4,4-trifluorobutyWl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-i-one 

(S)-3-(N * -(2-fluoro-4-(trifluoromethy l)pheny lacety l)-L-alaniny l)amino-2 , 3- 
dihydro- 1 -methy 1-5-pheny 1- 1 H- 1 )4-benzodiazepin-2-one 

(S)-3-(N'-(4-bromophenylacetyl)-l\alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-onc 

(S)-3-(N'-(3-(4-fluorobenzoyl)propio^yl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepih-2-one 

(S)-3-(N ' -((2-methy Iphenoxy )acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny l-lH-l,4-benzodiazepin-i-one 

(S)-3-(N * -(4-methoxyphenoxy acety l)-L-aldniny l)amino-2 , 3 -dihydro- 1 - 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-c)ne 

(S)-3-(N ' -(3-(pheny lsulfony l)propiony l)-L-alVniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one\ 
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(S)^3-(N*-(2-methoxyphenylacetyI)-L-alaninyl)amino-2,3-dihydro-l-m 
5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(Ns' -(2-bromopheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -me thy 1-5- 
pheny 1-1 H-l ,4-benzodiazepin-2-one 

(S)-3 -(N * -(pr isopropy 1 pheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-peWnoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
1H-1 ,4-benzodiafeepin-2-one 

(S)-3-(N , -(4-hydroXvphenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH\l,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-oxopentanpy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(2-hydroxypheiwlacetyl)-L-alaninyl)amino-2^-dihydro 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,4-dimethoxypheJ^4d3etyl)-L-alanin^ 
methy 1-5-pheny 1- 1H- 1 ,4-ben2odiizepin-2-one 

(S)-3-(NX3-(4-methoxybenzoylW 

methy 1-5-pheny 1- 1 H- 1 ,4-benzodiafcepin-2-one 

(S)-3-(N * -(thiophene-3-acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 t 4-benzodiazepin-2-one \ 

(S)-3-(NX6-phenylhexanoyl)-L-alaniim^ 
phenyl-lH-1 ,4-benzodiazepin-2-one A 

(S)-3-(N ' -(iso valery l)-L-alaniny l)amino- A 3-dihydro- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one \ 

(S)-3-(N ' -(2 , 3 , 5-trifluoropheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methyl-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-onev 

(S)-3 -(N '-(2,4,5 -trifluoropheny lacety l)-L-alaniiWl)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3 -(N ' -( 1 -adamantaneacety l)-L-alaniny l)amino-2, 3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(cyclohexanepentanoyl)-L-alaninyl)amino-2y3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 
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X)-3-(NM2-thiopheneacetyl)-L^^ 
5-Rheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)\(N'-(3-(trifluoromethyl^ 

dihyoro- 1 -methyl-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(NM3,5-difluorophenylacetyl)-L-phen^ 
methy l-5Vpheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-^-tolylacetyl)-L-pte^ 
phenyl- 1 H- l\4-benzodiazepin-2-one 

(S)-3-(N'-(3-miorophenylac^ 
methyl-5-phenyV 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(NM3-broiraphenylacetyl)-L-pte 
methy 1-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(NX3-chloropranylacetyl)-L-phe 
methy 1-5-phenyl- 1H- 1 V-benzodiazepin-2-one 



(S)-3-(N'-(3,4-methylene 
dihydro- 1 -methy 1-5-phef 

(S)-3-(N , -(phenylmercaptoa< 



cyphenylacetyl)-L-phenylglycinyl)amino-2,3- 
[ 1 ,4-benzodiazepin-2-one 

ety l)-L-pheny lglyc iny l)amino-2 , 3-dihydro- 1 - 



methyl-5-phenyl- 1 H- 1 ,4-benzbdiazepin-2-one 

(S)-3-(N , -(acetyl)-L-phenylglyc^yl)amino-23-dihydro-l-methyl-5-phenyl^ 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,5-bis(trifluoromethyl)Wnylacetyl)-L-phenylglycin^ 
2 , 3-dihydro- 1 -methy 1-5-phenyl- 1H- Iy.4-benzodiazepin-2-one 

(S)-3-(N'-((methylthio)acety^^ 
methyl-5-phenyl-lH-l,4-benzodiazepin^2-one 

(S)-3-(N'-(phenoxyacetyl)-L-phenylglyciri^l)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(phenylacetyl)-L-phenylglycinyl)ai^ino-2,3-dihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(cyclohexy lacety l)-L-pheny lglyciny l)a^ino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(2,5-difluorophenylacetyl)-L-phenylglyci^yl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 
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(S)-3-(N'-(benzo[b]thiophe^ 
\1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(s\3-(N'-(benzoylfonnyl)-L-phenylglycmyl)amino-23-dihyd^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2 , 6-difluoropheny lacety l)-L-pheny lglyciny l)amino-2 , 3-dihydro- 1 - 
methy 1-^-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)^-(N'-«,4-difluorophenylacetyl)-L-pte 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,4-mfluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihy 
methy 1-5-pheny 1A1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(buty ry l)\L-pheny lglyciny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
1H-1 ,4-benzodiazepln-2-one 

(S)-3-(N'-(hepmnoyl)-L-phenylglycinyl)amino-2,3-dihydro-l--methyl-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(4-(2-thienyl)b^ita^ 

methy 1-5-pheny 1- 1 H- 1 ,4-ttAizodiazepin-2-one 

(S)-3-(N'-(5-methylhexahoyl)\L-phenylglycinyl)amino-2,3-dihydr^^ 
methy 1-5-pheny 1- 1 H- 1 ,4-benzotiiazepin-2-one 

(S)-3-(N'-(hydrocinnamyl)-L-ph^ylglycinyl)amino-23-dihydro-l-methyl-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-2-orite 

(S)-3-(N ' -(cyclopenty lacety l)-L-pheriy lglyciny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-onA 

(S)-3-(N , -(propionyl)-L-phenylglycinyl)Wino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1H-1 ,4-benzodiazepin-2-one \ 

(S)-3-(NX3A5-trifluorophenylacetyl)-L-p^ 
1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-bne 

(S)0-(N'-(4-phenylbutyi7l)-L-phenylglycinyl)Wino-2,3-dihy 
5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

3-(N'-(2-thiopheneacetyl)-L-alaninyl)amino-2,3-^ydro-5-phenyl-l-(4,4,4- 
- trifluorobuty 1)- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-(N'-(2-thiopheneacetyl)-L-alaninyl)amino-l-(2-oxd\2-phenylethyl)-2,3- 
dihydro-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one \ 
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\3-(N , -(2-thiopheneacetyl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazoly 1)- 1H- 1 ,4-benzodiazepin-2-one 

3 -CN * -(2-thiopheneacety l)-L-alaniny l)amino-7-chloro-2 , 3-dihy dro- 1 -methy 1- 
5-pneny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N*-\2-thiopheneacetyl)-L-alaninyl)ami^^ 
dihydro\l -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(NX2-tmopheneacetyl)-L-alaninyl)amm^^ 
methyl- lH-\,4-benzodiazepin-2-one 

3-(N * -(2-thiopheneacety l)-L-alaniny l)amino-5 -cyclohexy 1-2 , 3 -dihydro- 1 - 
methyl- 1H-1 ,4^benzodiazepin-2-one 

3-(N * -(2-thiophenfeacety l)-L-alaniny l)amino-7-bromo-5-(2-fluoropheny l)-2 , 3 
dihydro- 1 -methyl- MI- 1 , 4-benzodiazepin-2-one 

3-(N , -(2-thiopheneacWl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2,3,4>5-tetrahydro-lH-l ,5-benzodiazepine 

3-(NX3,5-difluoropheiwlice^^ 
(4,4,4-trifluorobutyl)- lfflT IS.4-benzodiazepin-2-one 

3-(NX3,5-difluoroph^nylaceW)-L^ 
2,3-dihydro-5-phenyl-lH-l,4-benzodia2epin-2-one 

3-(N* -(3 , 5-difluoropheny lacety l)^L-alaniny l)amino- 1 -methy 1-2 , 3-dihydro-5- 
(2-thiazoly 1)- 1 H- 1 ,4-benzodiazepii*-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-^^nyl)amino-7-chloro-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepm-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alanmyl)amino-7-chloro-5-(2- 
chlorophenyl)-2 ,3-dihydro- 1 -methy 1- 1H- k4-benzodiazepin-2 -one 

3-(N '-(3,5 -difluoropheny lacety l)-L-alaniny l)aniino-5-(2-thieny l)-2 , 3- 
dihydro- 1 -methyl- 1H-1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amlno-5-cyclohexyl-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-Vbromo-5-(2- 
* fluorophenyl)-2,3-dihydro-l-methyl-lH-l ,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)-amino-)-2M-dioxo-l,5-bis-(2,2 
dimethylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepme 
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J-(N'-(3-fluorophenylacetyl)-L-alaninyl)amino-23-dihydro-5-phenyl- 
(4.4,4-trifluorobutyl)-lH-l,4-benzodiazepin-2-one 

3-(r^-(3-fluorophenylacetyl)-L-alaninyl)amino-l-(2-oxo-2-phen^ 
dihy dto-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(3\fluoropheny lacety l)-L-alaniny l)amino- 1 -methy 1-2 , 3-dihydro-5-(2- 
thiazolyl)\lH-l,4-benzodiazepin-2-one 

3-(N X3-fluWpheny lacety l)-L-alaniny l)amino-7-chloro-2 , 3-dihydro- 1 - 
methyl-5-pheftyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-fluoropheny lacety 1)-L^ 
2,3-dihydro-l-methyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(3-fluoropheiwlacetyl)-L-alaninyl)amino-5-(2-thk 
methyl- 1H- 1 ,4-benzWiazepin-2-one 

3-(N'-(3-fluorophenyla^tyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydr^^ 
methyl-lH-1 ,4-benzodiaisepin-2-one 



3-(N'-(3-fluorophenylacetyI 
2 , 3-dihydro- 1 -methyl- lH-ll 



alaninyl)amino-7-bromo-5-(2-fluorophenyl)- 
>enzodiazepin-2-one 



3-(N'-(3-fluorophenylacetj|l)-L-\laninyl)-amino-)-2,4-dioxo-l,5-bis-(^ 
dimethylpropyl)-2,3,4,5-tetrahyd\o-lH-l,5-benzodiazepine 

3-(NXmethylthio)acetyl)-L-alanin^ 
trifluorobuty 1)- 1 H- 1 , 4-benzodiazepint2-one 

3-(N ' -(methy lthio)acety l)-L-alaniny l)artiino- 1 -(2-oxo-2-phenylethyl)-2,3- 
dihydro-5-pheny 1- 1 H- 1 ,4-benzodiazepin\2-one 

3-(N 5 -(methylthio)acetyl)-L-alaninyl)amin\-l-methyl-2,3-dihydro-5-(2- 
thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N * -(methy lthio)acety l)-L-alaniny l)amino-7^hloro-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-a^ 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)amino-5-(2-thi^iyl)-2,3-dihydro-l- 
methy 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-aIaninyl)amino-5-cyclohex^J-2,3-dihydro-l- 
methy 1- 1 H- 1 ,4-benzodiazepin-2-one 
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MN , -(methylthio)acetyl)-L-alaninyl)amino-7-bromo-5-(2-nuorophenyl)-^ 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(NHmethylthio)acety^^ 

dimetWlpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-(N'-(pHenylacetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(^ 
trifluorobutyl)- 1H-1 ,4-benzodiazepin-2-one 

3-(N ' -(phenyiacety l)-L-alaniny l)amino- 1 -(2-oxo-2-pheny lethy l)-2 , 3-dihydro- 
5-phenyl- 1H- l\4-benzodiazepin-2-one 

3-(N^phenylac€^l)-L-alaninyl)amm^ 
1H-1 ,4-benzodiazepin-2-one 

3-(NMphenylacetyl)^-alaninyl)^ 
phenyl- 1H- 1 ,4-benzoaiazepin-2-one 

3-(NMphenylacetyl)-L-^^yl)^^ 

dihydro- 1 -methyl- 1 H- 1 , 4^ttebzodiazepin-2-one 

3-(N , -(phenylacetyl)-L-^iXyl)amino-5-(2-thien^ 
1H-1 ,4-benzodiazepin-2/one \ 

3-(N '-(phenylacetyl)-L-alaniny l)amino-5-cyclohexyl-2 ,3-dihydro- 1 -methy 1- 
1H-1 ,4-benzodiazepin-2-one \ 

3-(N'-(phenylacetyl)-L-alamnyO 

dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazVpin-2-one 

3-(N'-(phenylacetyl)-L-alaninyl)-aminb-)2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2,3,4,5-tetrahydro-lIftl,5-ben2odia2epine 

3-(N'-(benzoylfonnyl)-L-alaninyl)amino^,3-dihydro-5-phenyl-l-(4,4,4 
trifluorobuty 1)- 1 H- 1 ,4-benzodiazepin-2-orte 

3-(NXbenzoylformyl)-L-alaninyl)^ 
dihydro-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(benzoylformyl)-L-alaninyl)amino-l-memyl-2,3-dihydro-5-(2- 
thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-(N'-(beiizoylfonnyl)-L-alaninyl)amino-7-cWoro^,3-dihydro-l-me 
phenyl- lH-l,4-benzodiazepin-2-one \ 

3-(N'-(benzoylfonnyl)-L-alaninyl)amino-7-chloro-5-(^-chlorophenyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 
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\3-(N'-(benzoylformyl)-L-a^ 
Y H- 1 ,4-benzodiazepin-2-one 

3-^'-(benzoylformyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihyd^ 
lH-K4-benzodiazepin-2-one 

3-(N'-fcenzoylfonnyl)-L-alaiu^^ 

dihydroXl -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(benzoy lformy l)-L-alaniny l)-amino-)-2 ,4-dioxo- 1 , 5-bis-(2 , 2- 
dimethylpropy l)-2 ,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-(N ' -(buty ry IVL-alaniny l)amino-2 , 3 -dihydro-5-pheny 1- 1 -(4 ,4 , 4- 
trifluorobuty 1)- ISH- 1 ,4-benzodiazepin-2-one 

3-(N'-(butyiyl)-L-\laninyl)amino^ 
phenyl- 1H- 1 ,4-benzddiazepin-2-one 

3-(N' -(buty ryl)-L-alarfnyl)amino-l-methy 1-2 ,3-dihydro-5-(2-thiazolyl)-lH- 
1 ,4-benzodiazepin-2-one *Vi 

3-(N ' -(butyryl)-L-alan infr^ , 3-dihydro- 1 -methy 1-5-pheny 1- 

1H-1 ,4-benzodiazepin-2Po3^ 

3-(N'-(butyiyI)-L-alanmyl)Wdno-7-chloro^ 
1 -methyl- 1H- 1 ,4-benzodiazepm-2-one 

3-(N , -(butyryl)-L-alaninyl)amin^5-(2-thienyl)-2,3-dihydro-l-me 
1 ,4-benzodiazepin-2-one \ 

3-(NMbutyryl)-L-alaninyl)amino-5^ 
1 ,4-benzodiazepin-2-one \ 

3-(NMbutyryl)-L-alaninyl)amino-7-^^^ 
methyl- 1H- 1 ,4-benzodiazepin-2-one \ 

3-(N'-(butyryl)-L-alaninyl)-amino-)-2,4-dio^-l,5-bis-(2,2-dimethylprop 
2 , 3 ,4 , 5-tetrahydro- 1 H- 1 # 5-benzodiazepine \ 

3-(N , -(4-(2-thienyl)butyryl)-L-alaninyl)amino-2,Vdihydro-5-phenyl-l- 
(4,4, 4-trifluorobuty 1) - 1 H- 1 , 4-benzodiazepin-2-onk 

3-(N ' -(4-(2-thienyl)butyry l)-L-alaniny l)amino- 1 -(2-ofco-2-pheny lethyl)-2 ,3- 
dihydro-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

3-(N '-(4-(2-thienyI)butyryl)-L-alaninyl)amino-l -methy l-2v3-dihydro-5-(2- 
thiazolyl)-lH-l ,4-benzodiazepin-2-one \ 
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3^N , -(4-(2-thienyl)butyryl)-L-alaninyl)amino-7-chloro-2,3-dihydro-l- 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(NV(4-(2-thienyl)butyryI)-L^ 
5 2, 3-dihy dro- 1-methyl-lH-l ,4-benzodiazepin-2-one 

3-(N , -(4^2-thienyl)butyryl)-L-alaninyl)amino-5-(2-thienyl)-2 
methyl- 1 H- 1 ,4-benzodiazepin-2-one 

10 3-(N'-(4-(2^ienyl)butyi7l)-L-alaninyl)amino-5-cyclohexyl-23-d^ 
methyl- 1 H- 1 V-benzodiazepin-2-one 



H» 15 
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3-(N'-(4-(2-thienyl)butyryl^ 

2 , 3-dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyi)bu^ 

dimethylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 



3-(N'-(cyclopentylacWlb-L-alaninyl)amino-23-dihydro-5- 
q 20 trifluorobutyl)-lH-l ,^gijz0diazepin-2-one 

Si , y 

LU 3-(N * -(cyclopenty la9fetyJ)-L-alaniny l)amino- 1 -(2-oxo-2-pheny lethy l)-2 , 3- 

P dihydro-5-phenyl-lH-l ,4-benzodiazepin-2-one 

CI \ 

N ' 25 3-(N'-(cyclopentylacetyl)-Y-alaninyl)amino-l-methyl-23-dihydro^ 

thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-7-chloro-2 , 3-dihy dro- 1-methyl- 
5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 
30 \ 

3-(N , -(cyclopentylacetyl)-L-alaninyl)amino-7-cWoro-5-(2-cWorophenyl^ 
dihydro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N • -(cyclopenty lacety l)-L-alaniny l)amino-5-(2-thieny l)-2 , 3-dihy dro- 1 - 
35 methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny tyamino-5-cyclohexy 1-2 ,3-dihydro- 1 - 
methyl- lH-l,4-benzodiazepin-2-one \ 

40 3-(N * -(eye lopenty lacety l)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2 , 3- 

dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 



3-( N , -(cyclopentylacetyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaniny|)amino-2,3-dihydro-5-phenyl-l- 
(4,4,4-trifluorobutyl)- 1 H- 1 ,4-benzodiazepin-2-one 
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3-(hf , -(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-l-(2-oxo-2- 
phenVlethy I)-2 ,3-dihydro-5-pheny I- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(V(trifluoromethyl)butyryl)-L-alaninyl)amino-l-meA^ 
(2-thiazcnyI)-lH-l,4-benzodiazepin-2-one 

3-(N'-(3-(tmfluoromethyl)buty^ 

methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifl^oromethyl)butyryl)-L-alaninyl)amino-7-chloro-5-(2^ 
chloropheny 1)-X 3-dihydro- 1 -methy 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluortmethyl)butyryl)-L-alaninyl)amino-5-(2-thienyO 
dihydro- 1 -methy 1-1 H- 1 ,4-benzodiazepin-2-one 

S-CN'-CS-CtrifluoromWyObutyryO-L-alaninyOamino-S-cyclohexyl^^- 
dihydro- 1 -methyl- lH^l ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluorometlVl)butyryl)-L-alaninyl)amino-7 
fluoropheny l)-2 , 3-dihydko- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(NX3-(trifluoromethylM^^ 

(2,2-dimethylpropyl)-23|4)5-tetrahydro-lH-l,5-beiuodiazepine 

3-(N , -(4,4,4-trifluorobutyrymL-alaninyl)am^ 
(4,4,4-trifluorobutyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-I^alaninyl)amino-l-(2-oxo-2-phe 
dihydro-5-pheny 1- 1H- 1 ,4-benzoaiazepin-2-one 

3-(N * -(4 ,4,4-trifluorobuty ry l)-L-alkniny l)amino- 1 -methy 1-2 , 3-dihydro-5-(2- 
thiazolyl)-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(4 ,4 ,4-trifluorobutyryl)-L-alaniWl)amino-7-chloro-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1H- 1 ,4-benzodiazepinr2-one 

3-(N*-(4,4,4-trifluorobutyryl)-L-alaninyl\amino-7-cWoro-5-(2 
2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazemn-2-one 

3-(N'-(4,4,4-trifluorobutyi7l)-L-alaninyl)ai\ino-5-(2-thienyl)-^ 
methyl- 1H-1 ,4-benzodiazepin-2-one 

3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)amin^-5-cyclohexyl-2,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N , -(4,4,4-trifluorobutyryI)-L-alaninyl)amino-^rbromo-5-(2-fluorophenyl)- 
2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 
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3VN'-(4,4,4-trifluorobutyryl)-L-alaninyl)-amino-)-2,4-di^ 
diriaethylpropy l)-2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-(NV(isovaleryl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluok)butyl)- 1H-1 ,4-benzodiazepin-2-one 

3-(NXi^valeryl)-L-alaninyl)amm^ 
phenyl- 1ft- 1 ,4-benzodiazepin-2-one 

3-(N ' -(iso vkery l)-L-alaniny l)amino- 1 -methy 1-2 , 3-dihydro-5-(2-thiazolyl)- 
1H-1 ,4-benzodiazepin-2-one 

3 -(N ' -(isovalem)-L-alaniny l)amino-7-chlGro-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl- 1H- 1 ,4-c*enzodiazepin-2-one 

3-(N'-(isovaleryl)^-alaninyl)amino-7-cWoro-5-(2-chlorophenyl)-2,^ 
dihydro- 1 -methyl- rH- 1 ,4-benzodiazepin-2-one 

3-(N'-(isovaleryl)-L-Vlaninyl)amino-5-(2-tliienyl)-23-dihydr^ 
1 ,4-benzodiazepin-2-one 

3-(N ' -(isovalery l)-L-alaWyl)^ 
1 ,4-benzodiazepin-2-on^y "* 

3-(N'-(isovaIeiyl)-L-al^Aw 
dihydro-l-methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(isovaleryl)-L-alaninyI)Wino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-23,4,5-tetrahWo-lH-l,5-benzodiazepine 

3-(N , -(L-alpha-hydroxyisocaproW)-L-alaninyl)amino-2,3-dihydro-5-phenyl- 
1 -(4,4,4-trifluorobutyl)- 1H- 1 ,4-b^nzodiazepin-2-one 

3-(N , -(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-l-(2-oxo-2- 
phenylethyl)-2,3-dihydro-5-phenyI-lM-l,4-benzodiazepin-2-one 

3-(N * -(L-alpha-hydroxy isocaproyl)-L-<flaniny l)amino- 1 -methy 1-2 ,3-dihydro- 
5-(2-thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-bne 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alamnyl)amino-7-chloro-2,3-dihydro- 
1 -methy l-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N , -(L-alpha-hydroxyisocaproyl)-L-alaninVl)amino-7-chloro-5-(2- 
chlorophenyl)-2,3-dihydro-l-methyl- 1H-1 ,4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)2^ino-5-(2-thienyl)-2,3- 
dihydro- 1 -methy 1- 1H- 1 ,4-benzodiazepin-2-one 
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^(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-5-cyclohexyl-2,3- 
^dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N\(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-7-bromo-5-(2- 
fluoropheny l)-2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-Mpha-hydroxyisocaproyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis- 
(2,2-dimetftvlpropyl)-2,3A5-tet^ 

3-(N ' -(L-( + )\mandelyl)-L-alaniny l)amino-2,3-dihydro-5-pheny 1- 1 -(4,4,4- 
trifluorobuty 1)^ H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-(+)-maWelyl)-L-alaninyl)amino-l-(2-oxo-2-phenyleth^ 
dihydro-5-pheny 1-1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(L-(-h)-mand^l)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazolyl)-lH-l,4-ben^odiazepin-2-one 



3-(NXL-(H^mandelyl)* 
phenyl- 1 H- 1 ,4-benzodk 

3-(N'-(L-(-f)-mandelyl)J 
dihydro- 1 -methyl- 1 H- 1 , J 



ilaniny l)amino-7-chloro-2 , 3-dihydro- 1 -methy 1-5- 
^pne 

ininyl)amino-7-chloro-5-(2-chlorophenyl)-2,3- 
-berteodiazepin-2-one 



3-(N'-(L-(+)-mandelyl)-L-alanlnyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(L-( -h)-mandelyl)-L-alaninynamino-5-cyclohexy 1-2, 3-dihydro- 1- 
methyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-(+)-mandelyl)-L-alaninyl)ainino-7-bromo-5-(2-fluorophenyl)-2,3- 
dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazejnn-2-one 

3 -(N ' -(3 , 5-difluoropheny lacety l)-L-alanW l)amino-5 -pheny 1-2 , 3-dihydro- 1 - 
(3-fluorobenzyl)-lH-l ,4-benzodiazepin-2vone 

3-(N'-(3,5-difluorophenylacetyl)-L-alaniny\}amino-5-phenyl-2,3-dihydro-l- 
(benzyl)- 1H- 1 ,4-benzodiazepin-2-one 



3-(N' -(3, 5-difluoropheny lacety l)-L-alaninyl)a 
(4-rm-butyIbenzyl)-lH-l,4-benzodiazepin-2-c 



iino-5-pheny 1-2 , 3-dihydro- 1 - 



3 -(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amin^-5 -pheny 1-2 , 3-dihydro- 1 - 
(2-cycIohexylethyl)-lH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5\phenyl-2,3-dihydro-l- 
(3 , 3-dimethy lbuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 



3-(N'-(3,5-aifluorophenyIacetyl)-L^^ 

( l-methoxycaxbony 1- 1-pheny lmethy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difl^ropheny lacety l)-L-alam^ 
(2-ethy Ibuty 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(3,5-difluor^henylacetyl)-L-alaninyI)amino-5-phenyl-2,3-dih^ 
(cyclohexy lmethy 1)^1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluorophWy lacety 

(2-pheny lethy 1)- 1 H- 1 ,4rbenzodiazepin-2-one 

3-(N'-(3,5-difluorophenyIacetyl)-L-alaninyl)amino-5-phenyI-23 
(3-phenyIpropyl)-lH-l,4-B(enzodiazepin-2-one 

3-(N '-(3 ,5-difluorophenylacfetj^)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(2-(N-phthalimidy l)ethy 1)- 1 , 4-benzodiazepin-2-one 

3-(NX3 ,5-difluorophenylacenr^^ 

(2-bipheny lmethy 1)- 1 H- 1 ,4-Hemodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-^ 
((2-tetrahydrofuranyl)methyl)-lH-V,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L^ 

(2-( 1 ,4-benzodioxanyl)methy 1)- 1H- l\4-benzodiazepin-2-one 
3-(N'-(3,5-difluorophenylacetyl)-L-^^ 

(3-(5-chlorobenzo[b] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(NX3,5-difluorophenylacetyl)-L-alaniW 

(3 ,3-dimethyl-2-oxo-propyl)-lH-l ,4-benzodiazepin-2-one 

3-(N '-(3 ,5-difluorophenylacety l)-L-alaninyl\amino-5-pheny 1-2 , 3-dihydro- 1 - 
(5-benzofiirazany lmethy I)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alam^ 
(3-phenoxypropyl)-lH-l,4-benzodiazepin-2-one 

S-CN'-CS^-difluorophenylacetyO-L-alaninyOamino-S-phenyl^^-dihydro-l- 
(6-(2-trifluoromethylquinolinyl)methyl)-lH-l,4-benzodiazepin-2-one 

3-(NX3,5-difluorophenylacetyl)-L-alaninyl)^ 
(2-methylbutyl)-lH-l ,4-benzpdiazepin-2-one \ 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-^henyl-2,3-dihydro-l- 
(ethyl)-lH-l ,4-benzodiazepin-2-one \ 
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MN'-(3,5-difluorophenylacetyl)-L-alaninyO 
(3\pyridy lmethyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(m -(3, 5-difluoropheny lacety l)-L-alaninyl)am 
(2-oxV2-(N-indolinyl)ethyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -( 3\5-difluoropheny lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(4-(3 ,5-dlmethylisoxazoly I)methyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(2-methoxyethyl)-lH- 1 ,4-benzodiazepin-2-one 

3-(N * -(cyclope W lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihydro- 1 -(benzy 1)- 
1H-1 ,4-benzodiazepin-2-one 

3-(N'-(cyclopentymcetyl)-L-alam^ 

buty lbenzy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N * -(cyclopenty lace\vl)-L-alaninyl)amino-5 -pheny 1-2 , 3-dihydro- 1 -(2- 
cyclohexy lethy 1)- 1 H- 1 M-benzodiazepin-2-one 

3-(N '-(cyclopenty lacety IT ppaninyl)amino-5-phenyl-2,3-dihydro-l-(3,3- 
dimethylbutyl)- 1H- 1 ,4-b* nzfc>diazepin-2-one 

3-(N ' -(cyclopenty lacety l^L-klaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(isopropy 1)- 1 H- 1 , 4-benzodiazfepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaMny I)amino-5-pheny 1-2 , 3 -dihydro- 1 -( 1 - 
methoxycarbony 1- 1 -pheny lmethyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N '-(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(2- 
ethy Ibutyl)- 1H- 1 ,4-benzodiazepin-2Vone 

3-(N' -(cyclopenty lacety l)-L-alaninyl)toiino-5-pheny 1-2 , 3-dihydro- 1 - 
(cyclohexy lmethyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N 9 -(cyclopenty lacety l)-L-alaniny l)am£no-5-pheny 1-2 , 3 -dihydro- 1 -(2- 
pheny lethy l)-lH-l,4-benzodiazepin-2-one\ 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino^5-pheny 1-2, 3-dihydro- 1 -(3- 
phenylpropyl)-lH-l ,4-benzodiazepin-2-one \ 

3-(N '-(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2, 3-dihydro- l-(2-(N- 
phthalimidy l)ethy 1)- 1H- 1 ,4-benzodiazepin-2-one\ 

3-(N'-(cycIopentylacetyl)-L-alaninyI)amino-5-phenyl-2,3-dihydro-l-(2- 
biphenylmethyl)-lH-l ,4-benzodiazepin-2-one \ 
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V(NXcyclopentylacetyl)-L-alaninyl)am 

cnlorobenzofb] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(]^(cyclopentylacetyl)-L-alariinyl)amino-5-phenyl-2,3-dihydro 
dimetnvI-2-oxo-butyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(cVlopentylacetyI)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(5- 
benzofuraianylmethyl)- 1H-1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihy dro- 1 -(3 - 
phenoxy propyD- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(cyclopenMacetyI)-L-^ 

trifluoromethy lqumolinyl)methyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacWl)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(cyclopropy Imethy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N * -(cyclopenty lacety lM^-alaniny l)amino-5-pheny 1-2 , 3 -dihydro- 1 -(2- 



methy Ibuty 1)- 1 H- 1 ,4-benzodi; 



:pin-2-one 



3-(N , -(cyclopentylacetyl)-L--|t^inyl)amino-^ 
1H-1 ,4-benzodiazepin-2-onej 

3-(N*-(cyclopentylacetyl)-L4lanii^l)amino-5-phenyl-23-dihydro- 
dimethylisoxazoly l)methy 1)- 1 H- 1 ,4rbenzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(propy 1)- 
1H-1 ,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alam 
methoxyethy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4,4,4-trifluorobutyryl)-L-aIaninyl)amipo-5-pheny 1-2 , 3-dihydro- 1 - 
(benzyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino^-phenyl-23-dihydr^^ 
tert-buty Ibenzy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyiyl)-L-alaninyl)amino-5-^enyl-2,3-dihydro- 
cyclohexylethyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyi7l)-L-alaninyl)amino-5-phe^l-2,3-dihydro-l- 
- (3 , 3-dimethy Ibuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyi7l)-L-alaninyl)amino-5-phenyl-\,3-dihydro-l- 
(isopropy 1)- 1 H- 1 ,4-benzodiazepin-2-one 



848 - 



J-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(l- 
lethoxycarbony 1- 1 -pheny lmethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryI)-L-alaninyl)amino-5-phenyl-23-dihydr^^ 
ethylbuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(NX\4,4-trifluorobutyiyl)-L^ 
(cyclohexylmethyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(4 ,4 , 4Vtrifluorobutyry l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihy dro- 1 -(3- 
phenylpropy l)v 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trih^orobutyryl)-L-alaninyl)amino-5-phenyl-23-dihyd^^^ 
bipheny lmethy 1)-1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-d^ 
(5-chlorobenzo[b] thitenyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorob\Wryl)-L-alaninyl)amino-5-phenyl-2,3-d 
(3 , 3-dimethy 1-2-oxo-bu tyl)- 1 H- 1 ,4-benzodiazepin-2-one 



I^^fenfiny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(5- 
-benzodiazepin-2-one 

[ l\alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(3- 



3-(N'-(4,4,4-trifluorobutyiyO 
benzofurazany lmethy 1)- 1 lfT$ 

3-(N'-(4,4,4-trifluorobutVryl)- 
phenoxypropy 1)- 1 H- 1 ,4-benzodidfcepin-2-one 

3-(N ' -(4 , 4 , 4-trifluorobutyryl)-L-aIa\unyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(6- 
(2-trifluoromethylquinolinyl)methyl)^lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninw)amino-5-phenyl-23-dihyd^^ 
(cyclopropylmethyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyi7l)-L^^ 
methylbutyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amin\-5-phenyl-2,3-dihydro-l- 
(ethyl)-lH 7 l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5^henyl-2,3-dihydro-l-(4- 
(3,5-dimethylisoxazolyl)methyl)-lH-l,4-benzodiazehin-2-one 

3 -(N ' -(4 , 4 , 4-trifluorobutyry l)-L-alaniny l)amino-5-phenj(l-2 , 3-dihydro- 1 - 
(propyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2\3-dihydro-l-(2- 
methoxyethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 
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\3-( N'-(L-( -h)-mandelyl)-L-alaninyl)-amino-)-2,4-dioxo-l ,5-bis-(2,2- 
dunethy lpropy I)-2 ,3 ,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

(S)-3HN ' -(N-py rrolidiny lacety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1-5- 
phenyMH-1 ,4-benzodiazepin-2-one 

3-(N '-(2Vhlorophenoxyacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyl-5- 
phenyl-lHrl ,4-benzodiazepin-2-one 

3-(NX2-thi<Weneacetyl)-L-alaninyl)am - 
1H-1 ,4-benzodiazepin-2-one 

3 -(N ' -(3-(trifluor^ethy l)pheny lacetic)-L-alaniny l)amino-2 , 3-dihy dro- 1 - 
methy 1-5-phenyl - 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4-toly lacety 1)-L^alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl - 1 H- 
1 ,4-benzodiazepin-2-onev 

3-(N'-(3-(4-methoxyphenyWropionyl)-L-alaninyl)amino-2 ,3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-beraodlaiepin-2-one 

3-(N'-(3 ^S-difluorophenylacetv}^^ 
phenyl- 1H-1 ,4-benzodiazepin£-Wie 

3-(N *-(m-toly lacety l)-L-alanfinyl)ariiino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 1 H- 
1 ,4-benzodiazepin-2-one \ 

3 -(N ' -(3 -fluoropheny lacety l)-L-alaninyWmino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-(N ' -(3-bromopheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-(N'-(4-cMorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one \ 

3-(N'-(2-naphthy lacety l)-L-alaninyl)amino-2,3-diHVdro-l -methy 1-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one \ 

S-CN^CS-methylphenoxyacetyO-L-alaninyOamino^^Alihydro-l-methyl-S- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

3- [(N * -(4-methoxypheny lacety l)-L-alaninyl)amino] -2 , 3-dmydro- 1 -methy 1-5- 
(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-[(N , -(2-thiopheneacetyl)-L-alaninyl)amino]-23-dihydro-l-methyl-5-(2- 
pyridyl)-!H-l ,4-benzodiazepin-2-one \ 
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■ [(N * - (3 , 5-difluoropheny lacety l)-L-alaninyl)amino] -2 , 3 -dihydro- 1 -methy 1- 
5V2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(^'-(3-bromophenylacetyl)-L-alaninyl)amino]-23-dihydro-l-methyl-5-(2- 
)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(toenylmercapto^^ 

(2-py ridy V 1 H- 1 ,4-benzodiazepin-2-one 

3 - [(N * -(4-etHoxypheny lacety l)-L-alaniny I)amino] -2 , 3-dihydro- 1 -methy l-5-(2- 
py ridy 1)- 1 H- 1 V-benzodiazepin-2-one 

3-[(N , -(4-(trifluVomethyl)phenylacetyl)-L-alaninyl)amino]-2,^ 
methyl-5-(2-pyridVl)-lH-l ,4-benzodiazepin-2-one 

3-[(NX3,5-bis(triflWometty^ 

1 -methy l-5-(2-pyridyD- 1H-1 ,4-benzodiazepin-2-one 

3-[(N , -((methylthio)aceWl)-L-alaninyl)amino]-23-dihydro-l-methyl-5-(2- 



py ridyl)- 1 H- 1 ,4-benzodia 

3-[(N*-(cyclohexylacetyJ 
py ridy 1)- 1 H- 1 ,4-benzoc 



in-2-one 

ilaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
in-2-one 



3 - [(N * -(pentafluorophenoxy ace\y l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methy 1- 
5-(2-pyridyl)-lH-l,4-benzodiaz^)in-2-one 

3-[(NXberi£o[b]thiophene-3-ace^ 

methy l-5-(2-py ridy 1)- 1 H- 1 ,4-benzotiiazepin-2-one 

3-[(N'-(2,4,6-trimethylphenylacetyl)Y-alaninyl)amino]-2,3-dihydro-l- 
methyl-5-(2-pyridyl)-lH-l,4-benzodidzepin-2-one 

3-[(N'-(4-biphenylacetyl)-L-alamnyl)an^no]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3 - [(N ' -(3 , 4-difluoropheny lacety l)-L-alaninyJ)amino] -2 , 3 -dihydro- 1 -methy 1- 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N , -(4-(2-thienyl)butyryl)-L-aIaninyl)amino\-2,3-dihydro-l-methyl-5-(2- 
pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3 - [(N ' -(5-methy Ihexanoy l)-L-alaniny l)amino] -2 , 3 ^Jihydro- 1 -methy 1-5 -(2- 
pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[(N , -(3-methoxycarbonylpropionyl)-L-alaninyl)amil^o]-2,3-dihydro-l- 
methyl-5-(2-pyridyl)- 1H-1 ,4-benzodiazepin-2-one 
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?-[(N'-(2,6-difluoromandelyI)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
v mdyl)-lH-l ,4-benzodiazepin-2-one 

3-[W'-(4-fluoromandelyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-0,5-difluoromandelyl)-L-alaninyl)amino]-2,3-dihydro-l-methyI-5-(2- 
pyridylHH-l ,4-benzodiazepin-2-one 

3-[(N'-(2,4\6-trifluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l- 
methyl-5-(2-^jyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-fluorb-2-(trinuoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3- 
dihydro- l-methy4-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4,4,4-triflWobutyryl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l ,4-berizodiazepin-2-one 

3-[(N'-(4-isopropylphWlacetyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5- 
(2-pyridyl)- 1 H- 1 ,4-bei^o0iazepin-2-one 



3-[(N'-(beta-phenyllacty/^L 
pyridyl)-lH-l ,4-benzo 



-alaniny.l)amino]-2,3-dihydro-l-methyl-5-(2- 
' r=2Pone 



3-[(N'-(mandelyl)-L-alfininyl)amino]-2,3-dmydro-l-methyl-5-(2-pyridyl)- 
1H- 1 ,4-benzodiazepin#2-one 

3-[(N'-(4-cWoromandelyl)-L-alariinyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-dne 

3-[(N'-(isovaleryl)-L-alaninyl)aminoJ^2,3-dihydro-l-methyl-5-(2-pyridyl)- 
1H-1 ,4-benzodiazepin-2-one 

3-[(N'-(23,5-trifluorophenylacetyl)-L-al\ninyl)amino]-2,3-dihydro-l- 
methy l-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'K3-methylthiopropionyl)-L-alaninyl)al^ino]-2,3-dihydro-l-methyl-5- 
(2-py ridyl)- 1 H- 1 ,4-benzodiazepin-2-one 



3-[(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl) 
methy l-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-oi 



kmino]-2,3-dihydro-l- 



3-[(N'-(3-nitrophenylacetyl)-L-alaninyl)amino]-2,3\lihydro-l-methyl-5-(2- 
' pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dihyd)o-l-methyl-5-(2- 
py ridyl)- 1 H- 1 ,4-benzodiazepin-2-one 
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20 



3-[(N'-(4-methocyphenylacetyI)-L-alaninyl)amino]-2,3-dihydro-l-0 
dimethyl-2-oxobutyl)- 5-(2-pyridyI)-lH-l ,4-benzodiazepin-2-one 

^[(N , -(2-thiopheneacetyl)-L-alaninyl)amino]-23-dihydro-l-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(Ny-(3 , 5-difluoropheny lacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimetftyl-2 -oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N * -(3\bromopheny lacety l)-L-alaniny l)amino] -2 , 3 -dihydro- 1 -(3 , 3 - 
dimethyl-2\pxobutyI)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(phenylmercaptoacety l)-L-alaniny l)amino] -2 , 3 -dihydro- 1 -(3 , 3 - 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[(N'^4-ethoxybhenylacetyl)-L-alaninyl)amino]-23-dihydro^ 
dimethyl-2-oxobuWl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N * -(4-(trifluoromethy I)pheny lacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 - 



(3 ,3-dimethy l-2-oxob\ityl> 



1 -(3 , 3-dimethy 1-2-oxc 



5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3-[(NM3,5-bis(trifluoSo^thyl^^^ 



1)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



25 



30 



35 



40 



45 



3-[(N '-((methy lthio)icetyl)^L-alaninyl)amino]-2 , 3-dihydro- 1 -(3 , 3-dimethyl- 

2- oxobutyI)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(cyclohexy lacety l)-L-alkninyl)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l Abenzodiazepin-2-one 

3- [(N * -(pentafluorophenoxy acetyl ^L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridylVlH-l ,4-benzodiazepin-2-one 

3-[(N , -(benzo[b]thiophene-3-acetyl)-L-alaninyl)amino]-23-dihydro^ 
dimethyl-2-oxobuty 1)- 5-(2-pyridy 1)- 1^1- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(2 , 4 , 6-trimethy Ipheny lacety 1)-L-Vlaniny l)amino] -2 , 3 -dihydro- 1 -(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-\,4-benzodiazepin-2-one 

3-[(NX4-biphenylacetyl)-L-alaninyl)amin^ 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazebin-2-one 

3- [(N * -(3 , 4-difluoropheny lacety l)-L-alaniny l)ahiino] -2 , 3 -dihydro- 1 -(3 , 3 - 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-beraodiazepin-2-one 

3-[(N'-(4-(2-thienyl)b^ 

oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-c 



-- 853 



\3-[(N'-(5-methylhexanoyl)-L-^^ 
2voxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(^' -(2 , 6-difluoromandely l)-L-alaniny l)amino] -2 , 3-dihy dro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(NM\fltK>romandelyl)-L-alan^^ 
oxobutyl)\5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(2,5-Wuoromandelyl)-L-aIaninyl)amino]-23-dihydro-l- 
dimethyl-2-oxbbutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N , -(2,4,6-tnfluorophenylacetyl)-L-alaninyl)amino]-23-dihydro^ 
dimethyl-2-oxobuivl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(4-fluoro-2-(mfluoromethyl)phenylacetyl)-L-alaninyl)ami^^ 
dihydro-l-(3,3-dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2- 
one \ 

3- [(N ' -(4 , 4 , 4- trifluorobutfeUkl^lariiny l)amino] -2 , 3-dihy dro- 1 -(3 , 3 - 
dimethyl-2-oxobutyl)- 5-(2^ridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(4-isopropy lphenjflaceWl)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -(3 , 3 - 
dimethyl-2-oxobutyl)- 5j(2-pyiddyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N ' -(beta-pheny llacty l)-L-alailiny l)amino] -2 , 3-dihy dro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(mandelyl)-L-alaninyl)amino]-23-dihydro-l-(3,3-dimethyl 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(4-chloromandely l)-L-alaniny l)amino] -2 , 3-dihy dro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodi^zepin-2-one 

3-[(N ' -(isovalery l)-L-alaniny l)amino] -2 3-dihy dro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazephi-2-one 

3-[(N , -(2,3,5-trifluorophenylacetyl)-L-alaninylXamino]-2,3-dihydro^ 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(3-methy lthiopropiony l)-L-alaniny l)amino] -2 , 3-dihy dro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodrazepin-2-one 

3- [(N * -(L-alpha-hy droxy isocaproy l)-L-alaniny l)amino]-2 , 3-dihy dro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 
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^ [(N ' -(3-mtropheny lacety 1)^ 

2 Wobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N , -(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dihydro-l-(33-d 
oxobuwl)- 5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3 - [(N ' -(4rmethoxypheny lacety l)-L-alaniny l)amino] -2 , 3-dihy dro- 1 -(2-N , N- 
diethyl aimnoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(2-thiVheneacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(^ 
diethylaminoethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(NXN"-acet^N"-phenylglycinyl)L^^ 

N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3,5-difluoro^henylacetyl)-L-alaninyl)amino]-23-dih^ 
diethyl aminoethyl)- 5V2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(3-bromophenylarety^L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-p?^yl}^^ 

3-[(N' -(pheny lmercaptoacdtyML-alaniny l)amino] -2 , 3-dihydro- 1 -(2-N , N- 
diethyl aminoethyl)- 5-(2^yri€^l)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-(trifluorometh/l)phenyWetyl)-L-alaninyl)amino]- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(3 , 5-bis(trifluoromethy l)phenwacety l)-L-alaniny l)amino] -2 , 3 -dihydro- 
l-(2-N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(cyclohexy lacety l)-L-alaniny l)ammo] -2 , 3-dihydro- 1 -(2-N , N-diethy 1 aminoetl 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N ' -(pentafluorophenoxyacetyl)-L-alaninyDamino] -2 , 3-dihy dro- 1 -(2-N ,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(benzo [b] thiophene-3-acety l)-L-alaniny l)^mino] -2 , 3 -dihydro- 1 -(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(benzoylfoniiyl)-L-alaninyl)amino]-23-dihy^o-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N , -(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2, 1 B-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepiii-2-one 

3-[(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino]-23-dihy^o-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3^N'-(5-methylhexanoyl)-L-alaninyl)amino]-2, 3-dihydro- 1 -(2-N, N-diethyl 
aminoethyl)- 5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(m-(4-fluoromandelyl)-L-alaninyI)amino]-23-dihydro-l-( 
aminoethyl)- 5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(A5-difluoromandelyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N^ 
diethyl aiAinoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4,4,Vtrifluorobutyryl)-L-alaninyl)amino]-2, 3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N , -(4-isoprc}toylphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N , -(beta-phenyllactyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-d^ 
aminoethyl)- 5-(2-pyi^dyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(mandelyl)-L-alininyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyrid%)- 



3-[(N'-(4-chloromandelylp 
aminoethyl)- 5-(2-pyridyl 



H- 1 ,4-benzodiazepin-2-one 

Lninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
H-l ,4-benzodiazepin-2-one 



3-[(N , -(isovaleryl)-L-alamnV\amino]-2^-dihydro-l-(2-N,^ 
aminoethyl)- 5-(2-pyridyl)-lHS^^-benzodiazepin-2-one 

3-[(N'-(23,5-trifluorophenylace^ 

N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3-methylthiopropionyl)-L-aladmyl)amino]-2,3-dihydro--l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-X4-benzodiazepin-2-one 

3-[(N*-(L-alpha-hydroxyisocaproyl)-L-alai^yl)amino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-I\4-benzodiazepin-2-one 

3-[(N , -(3-nitrophenylacetyl)-L-alaninyl)amino]-V3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepiriV2-one 

3-[(N , -(D-3-phenyllactyI)-L-alaninyl)amino]-2,3-di^ydro-l-(2-N,N-diethylaminoe^ 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4rdioxo-l,5-bis- 
' (2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazODine 

3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-di\?xo-l,5-bis- 
(me thy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 
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^-^-(S^-difluorophenylacetyO-L-alaninyll-amino-Z^-dioxo-US-bis- 
\cyclopropy lmethy l)-2 ,3,4, 5 - tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-^-(3,5-difluorophenyIacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methyIpropy l)-2 ,3,4 , 5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N-fe,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(methyto-2 , 3 ,4 , 5- tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5\difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropVlmethyl)-2,3,4,5-tetrahydro-lH- 1 ,5 -benzodiazepine 

3-[N-(3,5-ditluorophenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropyl)-2, 3,4, 5 -tetrahy dro- 1H-1, 5-benzodiazepine 

3- [N-(3 , 5-difluok)pheny lacety l)-L-norvaliny 1] -amino-2 ,4-dioxo- 1,5- 
bis-(methyl)-2, 3 A5-tetrahydro-lH-l, 5-benzodiazepine 

3 - [N-(3 , 5-difluoropheny lacety l)-L-norvaliny 1] -amino-2 , 4-dioxo- 1 , 5- 
bis-(cyclopropylmethw^2,3 ,4, 5 -tetrahydro- 1H-1 , 5-benzodiazepine 

3-[N-(3 ,5-difluorophd^acetyl)-L-methioninyl]-amino-2,4-dioxo- 1,5- 
bis-(2-methylpropyl)-|,iU,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(3,5-difluorophenylacWl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2,3 ,4,5-tetrahyaro-lH-l , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyh-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropy lmethy l)-2, 3 ,4,5Vtetrahydro-lH-l , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L\phenyIalaninyI]-amino-2,4-dioxo- 
1 ,5-bis-(2-methylpropyl)-2, 3, 4,5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phfenylalaninyl]-amino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 , 3 ,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenwalaninyl]-amino-2,4-dioxo- 
1 , 5-bis-(cyclopropy lmethy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglVcinyl]-amino-2,4-dioxo- 
1 , 5-bis-(2-methylpropyl)-2, 3, 4, 5 -tetrahy drcAlH-1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycii\yl]-amino-2,4-dioxo- 
l,5-bis-(methyl)-2, 3, 4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl]Vamino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2, 3, 4, 5 -tetrahy dro- 1H\i, 5-benzodiazepine 
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!MN-(3,5-difluoropheny lacety l)-(2-th^ 

1 ,3^is-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5 -benzodiazepine 

3-[N-^,5-difluorophenyIacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo- 
1 , 5-bisHtaiethy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(3,5-^uorophenylacetyl)-(2-thienyI)glycine]-amino-2,4-dioxo- 
1 , 5-bis-(cy clcroropy Imethy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3 ,5-diflu^ophenylacetyl)-(3^ 

1 ,5-bis-(2-methyWopyl)-2,3,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N-(3,5-difluoroptknylacetyl)-(3-thienyl)gIycine]-amino-2,4-dioxo- 
l,5-bis-(methyl)-2,3A5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(3,5-difluorophen)Hacetyl)-(3-thienyl)glycine]-amino-2,4-diox 
l,5-bis-(cyclopropylmethw)-2,3,4,5-te^^ 

3-[N-(3 ,5-difluorophenylacet3m-^-threoninyl]-amino-2 ,4-dioxo-l,5- 
bis-(2-methylpropyl)-2,3 ,4,5-te^ 

3-[N-(3 ,5-difluorophenylacetyl)^threoninyl]-amino-2 ,4-dioxo- 
l,5-bis-(methyl)-2,3,4,5-tetr^hydrt^-lH-l, 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-th^oninyl]-amino-2,4-dioxo-l,5- 
bis-(cy clopropy lmethy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-tyrosirWl]-amino-2,4-dioxo-l,5-bis- 
(2-methy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1^5 -benzodiazepine 

3- [N-(3 , 5-difluoropheny lacety l)-L-ty rosiny 1] -kmino-2 , 4-dioxo- 1 , 5-bis- 
(methy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 ^-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-tyrosinyl]-ammo-2,4-dioxo-l,5- 
bis-(cy clopropy lmethy 1) -2 ,3,4, 5-tetrahydro- 1 H- 1 ^-benzodiazepine 

3-[N-(cyclopentyIacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy lpropy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5-benzodflazep ine 

3-[N-(cyclopentylacetyl)-L-alaninyI]-amino-2,4-dioxo^,5-bis- 
(methyl)-2,3,4,5-tetrahydro-lH-l , 5-benzodiazepine \ 

3-[N-(cyclopenty lacety l)-L-alaninyl]-amino-2 , 4-dioxo- 1 ,A-bis- 
(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-valinyl]-amino-2, 4-dioxo- 1, 5-bis- 
(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine\ 
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\ 3-[N-(cyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
Vmethyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(cyclopentyIacetyl)-L-vaIinyl]-amino-2,4-dioxo-l,5-bis- 
(cydopropylmethyl)-2,3 ,4,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-nrtrthylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cycldpentylacetyl)-L-norvalinyl]-araino-2,4-dioxo-l,5- 
bis-(methy 1)^2 , 3 ,4 ,5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylriiethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylace>0'l)-L-rnethioninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropyl)-2^3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N^cyclopentylacetyl)^-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2,3,4,5-tetraIWar^jJi-^-benzodiazepine 

3-[N^cyclopentylacetyl)-l(-nWthioninyl]-ainino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3,4>6-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo- 

1 ,5-bis-(2-methylpropyl)-2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(cyclopentylaceryl)-L-phenylalaAinyl]-amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lHU ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylaIaninylVamino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetra^ydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-arriino-2,4-dioxo- 
l,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lI^ v l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-amino\2,4-dioxo- 
1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodkzepine 

3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-amino-2,4\dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5^benzodiazepine 

3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amino-2,4-di\xo- 

1 ,5-bis-(2-methylpropyl)-2,3 ,4, 5-tetrahydro-l H- 1 ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo\ 
1 ,5-bis-(methy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine \ 
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\3-[N-(cycIopentylacetyl)-(2-thienyl)glycine]-amino-2.4-dioxo- 
V5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-DN-(cyclopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
l,5Jbis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-Ccyclopentylacetyl)-(3-thienyl)glycine] -amino-2 ,4-dioxo- 
l,5-bisVmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cydlopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 

1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3- [N-(cyclor)entylacety l)-L-seriny l]-amino-2 ,4-dioxo- 1 , 5-bis- 
(2-methylpropA'l)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis^2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentyladetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2,3,4,5^etphydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyjy^ 

bis-(cyclopropylmethy«r^,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-LVyrosinyl]-amino-2 ,4-dioxo- 1 ,5-bis- 
(2-methylpropyl)-2,3,4,5-tefrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrt)sinyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2,3 ,4,5-tetrahydro\lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tefrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutiyl)-L-alaninya]-amino-2,4-dioxo-l,5-bis- 
(2-methy lpropy l)-2 , 3 ,4,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-alaninyl]-ataino-2,4-dioxo-l,5- 
bis-(methy l)-2 , 3 ,4, 5-tetrahydro- 1H- 1 , 5-bekzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-alaninyl]-amin\)-2,4-dioxo-l,5-bis- 
(cyclopropylmethy l)-2 , 3 ,4,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
- (2-methy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-dioxo- 1 ,5-bis- 
-(methy l)-2 ,3 ,4 , 5-tetrahydro- 1H- 1 , 5-benzodiazepine\ 



# 
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\^ 3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-dioxo-l ,5-bis- 
Ycyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3V [N-(4 ,4 ,4-trifluorobutry l)-L-norvaliny 1] -amino-2 , 4-dioxo- 1,5- 
biV(2-methy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[>^(4,4,4-trifluorobutryl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(methy l)-2 ,3,4,5 -tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(4)4,4-trifluorobutryl)-L-norvalinyl]-amino-2,4-dioxo- 1 ,5- 
bis-(cyclopropy lmethy l)-2 , 3 , 4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(4,4,4Vtrifluorobutryl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(4,4,4-tofluorobutiyl)-L-m 

bis-(methy l)-2 , 3^4 , 5 -tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-triflu^butryl)-L-methioninyl]-amino-2, 4-dioxo- 1 ,5- 
bis-(cyclopropylme ^1V2^4,5 

3-[N-(4,4,4-trifluo pl^tryl)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 ,5-bis-(2-methylp/opyV2,3,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3- [N-(4 , 4 ,4-trifluorobutryVL-pheny lalaniny 1] -amino-2 , 4-dioxo- 
1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3- [N-(4,4 ,4-trifluorobuttyl)-L\phenylalaninyl]-amino-2,4-dioxo- 

1 ,5-bis-(cyclopropylmethyl)-2,3L4,5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-phenWlycinyl]-amino-2,4-dioxo- 

-1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobuttyl)-L-phenyl^ycinyl]-amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lHrl ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutiyl)-L-(2-thi^^ 

dioxo- 1 , 5-bis-(2-methy lpropy I)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobuti7l)-L-(2-thienyl)glyoine]-amino-2,4- 
dioxo-1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lHV ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glycineVamino-2,4- 
dioxo-l,5-bis-(cyclopropylmethyI)-2,3,4,5-tetrahydro-lH-l,5- 
benzodiazepine \ 
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y-[N-(4,4,4-trifluorobutryO 
moxo-1 ,5-bis-(2-methyIpropyl)^ 

3-^-(4,4,4-trifluorobutryl)-L-(3-thienyl)glycine]-amino-2,4- 
dioxo-1 ,5-bis-(methyI)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-W,4,4-trifluorobutryl)-L-(3-thienyl)glycine]-amino-2,4- 

dioxo-l\5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5- 

-benzodiazepine 

3-[N-(4,4Atrifluorobutryl)-L-cyclohexylglycinyl]-amino-2,4- 

dioxo-1 ,5-biSr(2-methylpropyl)-2,3 ,4,5-tetrahydrb-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-cyclohexylglycinyl]-amino-2,4- 
-dioxo- 1 , 5-bis-(Wthy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(4 ,4 ,4-trifluorobutryl)-L-cyclohexy lglyciny 1] -amino-2 ,4- 
dioxo-l,5-bis-(cyclWopylmethyl)-2,3,4,5-tetrahydro-lH-l,5- 
benzodiazepine \ M 

3 - [N-(4 , 4 ,4-trifluorobjra^ -amino-2 ,4-dioxo- 1,5- 

bis-(2-methylpropy , ffU,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3- [N-(4 ,4 ,4-trifluorobutry 1 Mhreoniny 1] -amino-2 ,4-dioxo- 1,5- 
bis-(methy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5 -benzod iazepine 

3- [N-(4 ,4 , 4-trifluorobutry l)-L-Uu:eoniny 1] -amino-2 , 4-dioxo- 1,5- 
bis-(cyclopropy Imethy l)-2 , 3 ,4 , S^tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-(3 ,5-difluoropheny lacetyl)amino-^2 , 3-dihydro- 1 -methy 1-5-phenyI- li/- 1 ,4- 
benzodiazepin-2-one \ 

3-(N' -(3, 5-difluorophenylacetyl)-L-alaWyl)amino-2, 3-dihydro- l-ethyl-5- 
phenyl-l//-l ,4-benzodiazepin-2-one \ 

3- [N ' -(3 , 5 -difluoropheny lacety l)-L-alaninyU -amino-2 , 3-dihydro-5-pheny 1- 
1 H- 1 ,4-benzodiazepin-2-one \ 

3- [N ' -(3 , 5-difluoropheny lacety l)-L-alaniny 1] -amino-2 , 3-dihydro- 1 -methy 1-5 - 
( 1 -piperidiny 1)- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-[N'-(3,5-difluorophenylacetyI)-L-alaninyI]-aminor7-chloro-2,3-dihydro-l- 
methyl-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one \ 



3-[N'-(3,5-difluorophenylacetyl)-L-aIaninyl]-amino-7-Dromo-2,3-dihydro-l- 
methyl-5-(2-fluorophenyl)-lH-l,4-benzodiazepin-2-one\ 
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3-|^'-(3,5-difluorophenylac^ 

1 -mfethyl-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N ' -C9 , 5-difluoropheny lacety l)-L-alaniny 1] -amino-7-chloro-2 , 3 -dihydro- 1 - 
methyl-5v(2-chlorophenyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5^ifluorophenylacetyl)-L-alaninyl]-amino-5-cyclohexyl-23 
dihydro- 1 -mfethy 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N , -(3,5-diflWophenylacetyl)-L-alaninyl]-amino-2^-dih^ 
nitro-5-pheny 1- lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluor^henylacetyl)-L-alaninyl]-amino-23-dihydro 

(2-fluorophenyl)-lHU ,4-benzodiazepin-2-one 

3-[NX3,5-difluoroplWyl-a-hydrox 

methy 1-5-pheny 1- 1 H- 1 V-benzodiazepin-2-one 

3-[NX3,5-difluoropheny!^a-hydroxy 



dihydro- 1 -methy 1-5-phenyl 
3- [N ' -(3 , 5-difluoropheny 1 



1-1 ,4-benzodiazepin-2-one 
d)-L-alaninyl]-amino-2,3-dihydro-l-methyl-5- 



(3-fluorophenyl)-lH-l ,4-ben; fodiazepin-2-one 

3-[NM3 ,5-difluorophenylacetyl^ 
(4-fluoropheny 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[NXcyclopentyl-a-hydroxyacetyl)-L^^ 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-[NXcyclopentyl-a-hydroxyacetyl)-LW 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-[N , -(3,5-difluorophenylacetyl)-L-alanin\l]amino-2,3-dihydro-l,5- 
dimethyl-lH-1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyI]^ino-2^-dihydro-l-isobutyl- 
phenyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenyl-a-hydroxyacetyl)-L-^aninyl]amino-2,3-dihydro- 
1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N*-(3,5-difluorophenyl-a-oxoacetyl)-L-alaninyl\amino-23-dihydro^ 
methy 1-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-[N*-(2-methylthioacetyl)-L-aIaninyl]amino-2,3-dihy^ro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 



3-lN'-(3,5-difluorophenylacetyl)-L-valinyl]amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-[N'V3,5-difluorophenylacetyl)-L-tert-leucinyI]amino-2,3-dihydro-l- 
methyl\5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3N5-difluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-isopropyl- 
5-phenyl-m- 1 ,4-benzodiazepin-2-one 

3-[N '-(3 ,5-difluorophenylacety l)-L-alaninyI]amino-2,3-dihydro- 1 - 
cyclopropy lniethyl-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3 ,5-difliibrophenyl-o:-fluoroacetyl)-L-alaninyl]ainino-2 ,3-dihydro- 1 - 
methy 1-5-phenylAl H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluor^henylacetyl)-L-alaninyl]amino-2,3-dihydro-l-/i-propyl- 
5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-methylbutyAl)-L-phenylglycinyl]amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazeDie-2-one 

3-[N'-(3 ,5-difluorophenMc^5^phenylglycinyl]amino-2,3-dihydro- 1- 
methyl-5-phenyl-lH-l,4-Beniodiazepin-2-one 

3-[N'-(2-phenylthioacet3fl)-^alaninyl]amino-2,3-dihydro-l-methyl-5-phenyl- 
lH-l,4-benzodiazepin-2-one \ 

3-[N'<3-methylbutyiyl)-L-alaniVl]amino-2,3-dihydro-l-methyl-5-phenyl- 
lH-l,4-benzcxliazepin-2-one \ 

3-[N'-(2-phenylthioacetyl)-L-phenyJglycinyl]amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one\ 

3- [N'-(3-(4-methoxyphenyl)propiony W-L-alaninyl] amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepifo-2-one 

3-[N'-(3-bromophenylacetyl)-L-alaninyWamino-2,3-dihydro-l-methyl-5- 
phenyl-lH-l,4-benzodiazepin-2-one A 

3-[N'-(4-cyclohexylbutyryl)-L-alamnyl]anlino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

3-[N'-(4-methoxyphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
• pyridyl)-lH-l,4-benzodiazepin-2-one \ 

3-[N'-(3-methyl-2-hydroxylbutyiyl)-L-alaninyl]amino-2,3-dihydro-l-methyl- 
5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one \ 
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\3-[N'-(3-methyI-2-hydroxylbutyryl)-L-alaninyI]amino-23-dihy 
o-phenyl-lH-l,4-benzodiazepin-2-one 

3 Vn ' -(3 , 3-dimethy lbuty ry l)-L-aIaninyl]amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-[N'Vthien-2-yl-acetyl)-L-alaninyl]amino-2,3-dihydro-l -methyl-5-(2- 
pyridylY 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,ydifluorophenylacetyO 
(2-pyridylMH- 1 ,4-benzodiazepin-2-one 

3-[NX3-brotaophenylacetyl)-^^ 
pyridyl)-lH- l\4-benzodiazepin-2-one 

3-[NX2-phenyltoioacetyl)-L-ala^ 
pyridy 1)-1H- 1 ,4-oenzodiazepin-2-one 

3-[N , -(4-ethoxypheWlacetyl)-L-alaninyl]amino-23-dihydro-l^ 
pyridyl)- 1 H- 1 ,4-ben2odiazepin-2-one 

3-[N'-(4-trifluorometh*^ 
methyl-5-(2-pyridyl)-:nH^ 

3-[NX3,5-di(trifluor<Wi%^ 

methy l-5-(2-py ridy 1)- 1 H- 1 ,Vbenzodiazepin-2-one 

3-[N*-(2-methylthioacetyl)-LW^ 
pyridyl)-lH-l ,4-benzodiazepifi-2-one ' 

3-[NM2-cyclohexylacetyl)-L-alW 
pyridyl)- 1 H- 1 ,4-benzodiazepin-2\pne 

34N'-(2,3 t 4,5,6-penmfluorophenylbxyacetyl)-L-alaninyl]amino-2 
1 -methyl-5-(2-pyridyl)- 1 H- 1 ,4-benz6diazepin-2-one 

3-[N'-(thionaphth-3-ylacetyl)-L-alaiiinVl]amino-23-dihydro^ 
pyridyl)- 1H- 1 ,4-benzodiazepin-2-one \ 

3-[N'-(2,4,6-trimethylphenylacetyl)-L-alamnyl]amino-23-d^ 
5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[NX(4-phenyl)phenylacetyl)-L-aIam^^ 
pyridyl)- 1H-1 ,4-benzodiazepin-2-one \ 

3-[N , -(3,4-difluorophenylacetyl)-L-alaninyI]amino-2,3-dihydro-l-methyl-5- 
(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3- [N * -(4-(thien-2-y l)buty ry l)-L-aIaniny i] amino-2 , 3-dihydro- 1 -methy l-5-(2- 
\py ridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3\[N , -(5-methylhexanoyl)-L-alaninyl]amino-2^-dihydro-l-methyl-5-(2 
pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3- [NV(2-methoxy carbony lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methy 1-5 - 
(2-pyrkly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2>6-difluorophenyl)-a-hydroxyacetyl)-L-alaninyl]amino^ 
l-methyl-V(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N , -(4-fluorophenyl)-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro-l- 
methyl-5-(2-pVidyl)-lH-l,4-benzodiazepin-2-one 

3-[NX2,5-diflu6rophenyl)-a-hy 

1 -methy l-5-(2-py ridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-[N ' -(2 ,4,6-trifluoVopheny l)acety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methy 1- 
5-(2-py ridy 1)- 1 H- 1 Abenzodiazepin-2-one 

3- [N ' -(2-trifluoromethVl-4-fluoropheny l)acety l)-L-alaniny 1] amino-2 , 3- 



dihydro- 1 -methy l-5-(2-{ 

3-[N'-(4,4,4-trifluorobui 
pyridyl)- 1H-1 ,4-benzodiifee 



yl)- 1H-1 ,4-benzodiazepin-2-one 

-alaniny 1] amino-2 , 3-dihydro- 1 -methy 1-5 -(2- 
»in-2-one 



3- [N ' -(4-/w-propy lphen^lacet^l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methy 1-5- 
(2-py ridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-[N'-(3-phenyl-2-hydroxypropiofwl)-L-alaninyl]amino-2,3-dihydro-l- 
methyl-5-(2-pyridy 1)- 1H- 1 ,4-benzcMiazepin-2-one 

3 - [N * -(pheny 1-a-hy droxy acety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -methy 1-5 - 
(2-pyridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3 - [N ' -(4-chloropheny 1-a-hy droxy acety 1* L-alaniny 1] amino-2 , 3 -dihy dro- 1 - 
methy l-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3 - [N ' -(3-methy Ibuty 

pyridyl)- 1H-1 ,4-benzodiazepin-2-one \ 

3-[N , -(2,3,5-trifluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl- 
5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-[N'-(3-methylthiopropionyl)-L-alaninyl]amino-2\3-dihydro-l-methyl-5-(2- 
pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 
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3\[N'-(3-methyl-2-hydroxybutyryl)-L-alaninyl]amino-2,3-dihyciro-l-methyl- 
5-{2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N\-(3-nitrophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(4\methoxyphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(rm- 
buty lcarbismy lmethy l)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-thi6nylacetyl)-L-alaninyl]amino-2, 3-dihydro- 1 -{tert- 
buty lcarbony Wthyl)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-dinuforophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(rerr- 
butylcarbonylmefhyl)-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N'-(3-bromopheW lacety l)-L-alaninyl]amino-2 , 3-dihydro- 1 -(tert- 
buty lcarbony lmethy lV5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N '-(2-phenylthioaceW l>L-alaniny l]amino-2 , 3-dihydro- 1 -(tert- 
buty lcarbony Imethyl)-5^2^yridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(4-ethoxyphenylacJW^L-alaninyl]amino-2 , 3-dihydro- 1 -{tert- 
buty lcarbony lmethyl)-5#2-^ridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(4-trifluoromethyIphenVlacetyl)-L-alaninyl]amino-2,3-dihydro-l-(/m- 
butylcarbonylmethyl)-5-(2-pyrtdy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-di-(trifluoromethyl)pWnylacetyl)-L-alaninyl]amino-2,3-dihydro- 
1 -(terr-buty lcarbony lmethyl)-5-(2\pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-methylthioacetyl)-L-alaninVl]arnino-2,3-dihydro-l-(fm- 
buty lcarbonylmethyl)-5-(2-pyridy 1)- JH- 1 ,4-benzodiazepin-2-one 

3-[N , -(2-cyclomethylacetyl)-L-alaniny\]amino-2,3-dihydro-l-(re^- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-M,4-benzodiazepin-2-one 

3-[N'-(2,3,4,5,6-pentafluorophenyloxyace|tyl)-L-alaninyl]amino-2,3-dihydro- 
1 -(rm-buty lcarbony lmethy l)-5-(2-py ridy 1)^H- 1 ,4-benzodiazepin-2-one 

3-[N'-(thionaphth-3-ylacetyl)-L-alarunyl]amiiio-2,3-dihydro-l-(re/T- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-bebzodiazepin-2-one 

3-[N'-(2,4,6-trimethylphenylacetyl)-L-alaninyl]ainino-2,3-dihydro-l-(rerr- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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^-^'-((^phenyOphenylacetyO-L-alaninylJamino^.S-dihydro-l-^e/T- 
b\itylcarbonyImethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[^r-(3 ,4-difluoropheny lacetyl)-L-alaninyl]amino-2,3-dihydro- 1 -{tert- 
burylWbonylmethyl)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(V(2-thienyl)butyryl)-L-alaninyl]amino-2,3-dihydro-l-(/m- 
butylcartonylmethyl)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N'K5-mkhylhexanoyl)-L-alaninyl]amino-2,3-dihydro-l-(rerr- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-methoWarbonylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(rm- 
buty lcarbonylmefhyl)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2,6-difluoroWnyl-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro- 
1 -(/m-butylcarbony hrathyl)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(4-fluoropheny l\*-hydroxy acety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 - 
(rm-butylcarbonylmeth\l)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2,5-difluorophenyl^ji^oxyacetyl)-L-alaninyl]amino-2,3-dihydro- 
l-(fm-butylcarbonylmetbilp-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(2 ,4 , 6-trifluorophe?nyla£sety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(tert- 
butylcarbonylmethyl)-5-(2-pyrfidyl)-lH-l ? 4-benzodiazepin-2-one 

3-[N'-(2-trifluoromethyl-4-fluoro\)henylacetyl)-L-alaninyl]amino-2,3- 
dihydro- 1 -(fm-buty lcarbony lmethVl)-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2- 
one \ 

3- [N ' -(4 , 4 ,4-trifluorobuty ry l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(tert- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(4-wo-propy lpheny lacety l)-L-alanby 1] amino-2 , 3-dihydro- 1 -(tert- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l\4-benzodiazepin-2-one 

3- [N ' -(3-phenyl-2-hydroxypropionyl)-L-ala\iinyl]amino-2, 3-dihydro- 1 -(tert- 
buty lcarbonylmethy l)-5-(2-py ridyl)- 1 H- 1 ,4-ftenzodiazepin-2-one 

3- [N '-(phenyl-a-hydroxyacety l)-L-alaniny l]am\no-2 , 3-dihydro- 1 -(ten- 
burylcarbonylmethyl)-5-(2-pyridyI)-lH-l,4-benk)diazepin-2-one 

3-[N'-(4-chlorophenylacetyl)-L-alaninyl]amino-2,B-dihydro-l-(ferr- 
butylcarbonylmethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 
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3-[N'-(3-methylbutyryl)-L-alaninyl]amino-2,3-dihydro-l-(terr- 
butylcarbonylmethyI)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2,3,5-trifluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(/err- 
\butylcarbony lmethy l)-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3\TN ' -(3-methylthiopropiony l)-L-alaniny l]amino-2 , 3-dihydro- 1 -{tert- 
buWlcarbonylmethyl)-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N\(3-methyl-2-hydroxybutyry l)-L-alaniny l]amino-2 , 3-dihydro- 1 -(tert- 
butylcarbonylmethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-Vtrophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(/m- 
butylcarboWlmethy l)-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N , -(4-memoxyphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)adiyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(2-thieny ldcety l)-L-alaniny 1] amino-2 , 3-dihydro- l-(2-(N,N- 
diethylamino)ethyn-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 



3-[N'-(3 ,5-difluoropVi 
diethylamino)ethyl)- 



lacetyp-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
pjfridyl)- 1 H- 1 ,4-benzodiazepin-2-bne 



3-[N'-(3-bromophen^6ityl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5y(2CWridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-phenylthioacetyl)-L-alaninyI]amino-2,3-dihydro-l-(2-(N,N- 
diethy lamino)ethyl)-5-(2-pyntfy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(4-ethoxyphenylacetyl)-l)\alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)^lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-methylthioacetyl)-L-alaniAyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lItl,4-benzodiazepiii-2-one 

3-[N'-(2-cyclohexylacetyl)-L-alaninyl]Wino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridy 1)- 1 H- 1 )*-benzodiazepin-2-one 

3-[N'-(23,4,5,6-pentafluorophenyloxyacdtyl)-L-alaninyI]amino-2,3-dihydro 
l-(2-(N,N-diethylamino)ethyl)-5-(2-pyridyW-lH-l,4-benzodiazepin-2-one 
3-[N'-(2-thionaphth-3-ylacetyl)-L-alaninyl]aVino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l ,4-beiftodiazepin-2-one 

3-[N'-(2-phenyl-2-oxoacetyl)-L-alaninyl]amino-!2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodfazepin-2-one 
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\3-[N'-(2,4,6-trimethylphenyIacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2- 
VN,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-\N' -((4-phenyl)phenylacety l)-L-alaniny 1] amino-2, 3-dihydro- 1 -(2-(N,N- 
diethylamino)ethy l)-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N '\(3 ,4-difluorophenyl)acetyl)-L-alaninyl]amino-2,3-dihydro- 1 -(2-(N,N- 
diethyldmino)ethy l)-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-((4-Wien-2-yl)butyryl)-L-aIaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylaminWthyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(5-methVlhexanoyl)-L-alaniny l]amino-2 , 3-dihydro- 1 -(2-(N , N- 
diethylamino)efhy l)-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-methoxyWbonylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethylV5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(2 , 6-difluoropheny 1-a-hydroxyacety l)-L-alaniny l]amino-2 , 3-dihydro- 
l-(2-(N,N-diethylamihoj^yJ2^ 

3- [N ' -(4-fluorophenyl- rf\hVdroxyacetyl)-L-alaniny l]amino-2 , 3-dihydro- 1 -(2- 
(N,N-diethylamino)etMl)^-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(2 , 5-difluoropheny 1-drhydroxyacety l)-L-alaniny 1] aminos , 3 -dihydro- 

1- (2-(N,N-diethylamino)ethy > n-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(4-hydroxymethylphenyl\»cyacetyl)-L-alaninyl]amino-2,3-dihydro-l- 
(2-(N , N-diethy lamino)ethy l)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2,4,6-trifluorophenylacetylYL-alaninyl]amino-2,3-dihydro-l-(2- 
(N,N-diethylamino)ethyl)-5-(2-pyrMyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(2-trifluoromethy l-4-fluorophef^lacetyl)-L-alaninyl]amino-2 , 3- 

dmydro-l-(2-(N,N-diethylamino)ethylV5-(2-pyridyl)-lH-l,4-benzodiazepin- 

2- one \ 

3- [N'-(4,4,4-txifluoroburyryl)-L-alaninyl]Wino-2,3-dihydro-l-(2-(N,N- 
diethy lamino)ethyl)-5-(2-pyridyl)- 1H- 1 ,4-ftenzodiazepin-2-one 

3-[N'-(4-wo-propylphenylacetyl)-L-alaninyl]Wiino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)- 1H- 1 ,4-beifeodiazepin-2-one 

3-[N' -(3-pheny 1-2-hydroxypropiony l)-L-alaninW]amino-2 , 3-dihydro- 1 -(2- 
(N ,N-diethy lamino)ethyl)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 
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3 - [N ' -(pheny 1-a-hydroxy acety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -(2-(N , N- 
\diethylamino)ethyl)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3nN * -(4-chloropheny l-a-hy droxy acety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(2- 
(N^-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N*\3,5^ifluorophenyI-a-hydrox 

dioxo-l\5-bis(2,2-dimethylpropyl)-2,3 ,4,5-tetrahydro- 1H- 1 ,5- 
benzodiazepine 

3-[NX3,5-qifluorophenyl-a-hydroxyacetyl)-L^ 
phenyl-5-memyl-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3- [N ' -(3 ,5-difluoropheny 1-a-hydroxyacety l)-L-alaniny l]amino-2-oxo- 1 - 
methyl-5-phenylAl,3,4,5-tetrahydro-lH-l,5-benzodia2epine 

3 - [N * - (3 , 5-difluoropheny lacety l)-L-alaniny 1] amini-L- 1 H-imidazole [ 1 , 2-a] -6- 
phenyl-1 ,4-benzodiaztoine 

4- [N * -(3 , 5-difluorophenymiety l)-L-alaniny 1] amino-L- 1 H-imidazole[l,2-a]- 
2,4-dihydro-6-phenyl- 1 ,4^pn2odiazepine 

4-[N'-(3,5-difluorophenVl4cWl)-L-alaninyl]amino-L-4H[l,2,^ 
a]-6-phenyl-l ,4-benzodiazepine 

3-[N*-(3,5-difluorophenylacetylVL-alaninyl]amino-2,4-dioxo- 
me thy lethy l)-2 ,3,4,5 -tetrahy dro-lH- 1 , 5 -benzodiazep ine 



30 



3-[N'-(3,5-difluorophenylacetyl)-(^-2-thienylglycinyl]amino-2,4-dio^ 
bis-( 1 -methy lethy l)-2 , 3 ,4,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 



3-[N'-(cycIopropylacetyl)-R-2-thienylgwcinyl]amino-2,4-dioxo-l,5-bis-(l- 
methylethyl)-2 , 3 ,4 ,5-tetrahy dro- 1H- 1 ^^benzodiazepine 



35 



3-[N'-(cyclopentylacetyl)-R-2-thienylglycinyl]amino-2,4-dioxo-l,5-bis-(l- 
methy lethy l)-2 , 3 ,4 ,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 



40 



3 - [N * -(3 , 5-difluoropheny lacety l)-L-alaniny 1] ajpino-2 , 4-dioxo- 1 , 5-bis-methy 1- 
2,3,4,5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3 - [N ' -(3 , 5-difluoropheny I-a-hy droxy acety l)-L-akniny 1] aminos ,4-dioxo- 1,5- 
bis-methyl-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 



45 



3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]aminoJ2,4-dioxo-l,5-bis-(2- 
rne thy lpropy 1) -2 , 3 , 4 , 5 -tetrahy dro- 1 H- 1 , 5 -benzod iazW>ine 
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3t[N'-(cyclopentylacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis-(2- 
meihy Ipropyl)-2 , 3 ,4 ,5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[NV(cyclopropylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis-(2- 
methylpropy l)-2 ,3,4, 5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N'-(3>5-difluorophenylacetyl)-S-2-phenylglycinyl]-amino-2,4-dioxo-l,5- 
bis-(2-mea^ylpropyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N'-(3,5-dffluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmtohy l)-2 , 3 ,4 , 5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N'-(cyclopenty|acetyl)-L-alaninyli-amino-2,4-dioxo- 1 ,5-bis- 
(cyclopropylmethyn-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N'-(cyclopentyl-a\ydroxyacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2>3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2,3 ,4,5-tWahydro-lH- 1 ,5-benzodiazepine 

3-[N ' -(3 ,5-difluorophenyl-^Wcdfexyacety l)-L-alaninyl] -amino-2 ,4-dioxo- 
l,5-bis-(2,2-dimethylpropyil-^3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N'-(cyclopenrylacetyl)-L^aninyl]amino-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2 ,3 ,4,5-tetrahydrb- 1H- 1 ,5-benzodiazepine 

3-[N'-(cyclopentyl-a-hya^oxyacetyl^-alaninyl]amino-2,4-dioxo-l,5-bis- 
(2,2-dimethylpropyl)-2,3,4,5-tetrahydVo-lH-l ,5-benzodiazepine 

3-[N'-(3 ,5-difluorophenylacetyl)-L-alankyl]-amino-2,4-dioxo- 1 ,5-bis- 
phenyl-2 ,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N'-(cyclopentylacetyl)-L-alaninyl]amino\2,4-dioxo-l,5-bis-phenyl- 
2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine \ 

3-[N'-(cyclopenryl-a-hydroxyacetyl)-L-alaninVl]-amino-2,4-dioxo-l,5-bis- 
phenyl-2 ,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepW 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amirip-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- IH-l ,4-benzodiazepin-2-one \ 

5-{N'-(cyclopentylacetyl)-L-alaninyl}-amino-7-metlWl-5,7-dihydro-6H- 
"dibenz[b,d]azepin-6-one \ 

5-{N'-(3-cyclopentylpropionyl)-L-alaninyl}-amino-7-niethyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one \ 
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5V { N ' -(cy clohexy lacety l)-L-alaninyl } -amino-7-methy 1-5 , 7-dihy dro-6H- 
dilaenzfb , d] azepin-6-one 

5-{^(t-butylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenztt> , d] azepin-6-one 

5-{N'-(pneny lacety l)-L-alaninyl}-amino-7-methy 1-5, 7-dihydro-6H- 
dibenz [b , d Jazepin-6-one 

5-{N'-(3-bromophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H 
dibenz [b , d] azebin-6-one 

5-{N'-(3-fluoroplienylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro^ 
dibenz [b , d] azepiiw-one 

5-{N'-(3-chlorophewlacetyl)-L-alaninyl}-amino-7-methyl-5 , 7-dihy dro-6H- 
dibenzfb , d] azepin-6-one 

5-{NM3-(trifluoromethVl)Rte^ 
dihydro-6H-dibenz[b , d] atepm-6-one 

5-{NX4-fluorophenylacem^ 
dibenz[b,d]azepin-6-one I 

5- { N * -(hexanoy l)-L-alaniny 1 } -Wino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz[b,d]azepin-6-one \ 

5- {N * -(heptanoy l)-L-alaniny 1 }-aimno-7-methy 1-5 , 7-dihy dro-6H- 
dibenz[b , d] azepin-6-one \ 

5-{3,4-difluorophenylacetyl)-L-alaitoyl}^ 
dibenz [b , d] azepin-6-one \ 

5-{NXcyclopropylacetyl)-L-alaninyl}A^ 
dibenz[b,d]azepin-6-one \ 

5-{N ' -(2-cyclopentene- 1 -acetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one \ 

S-lN'-CS-cyclohexylpropionyO-L-alaninylJ-Wino^-methyl-S^-dihydro-eH- 
dibenzfb , d] azepin-6-one \ 

5-{N*-(isovaleryl)-L-alaninyl}-amino-7-methylV5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N , -(citronellyl)-L-alaninyl}-amino-7-methyl-5\7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 
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V{N'-(3-benzoylpropionyl)-L-alaninyI}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{^(2-chlorophenylacetyl)-L-alaninyl}-amino-7-methyI-5 ,7-dihydro-6H- 
dibenztt) , d] azepin-6-one 

5-{N'-(4^ntenoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d\azepin-6-one 

5-{N , -(valem)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N , -(2-thiophenecetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenzfb , d] azepin-6-one 

5-{N'-(4-(2-thienylA^ 
dibenz[b,d]azepin-6-one 

5-{N*-(4-(4-nitrophenyl)^tyryl)-L-alaninyl}-amino-7-meA^ 
6H-dibenz [b , d] azepin-6-one y\ 

5 -{N ' -(2 ,4-difluoropheny lac^Gd^^aniny 1 }-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-ona^\ / 

5-{N'-(2,6-difluorophenyl4cetylVL-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azep in-6-one \ 

5-{N*-(4-isopropylphenylacetyl)-L-^aninyI}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one \ 

5 - { N ' -( 1 -adamantaneacety l)-L-alaniny lVamino-7-methy l-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{N'-(cyclohexanepentanoyl)-L-alaninyl}\amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-((methylthio)acetyl)-L-alaninyl}-aminoY-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one \ 

5-{N'-(2-thiophenepenmnoyl)-L-alaninyl}-amincy^7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azep in-6-one \ 

5-{NX2-norbomaneacetyl)-L-alaninyl}-amm^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3,5MiifluorophenylacetyI)^-ethyln^^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 
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-{N'-(3,5-difluorophenylacetyl)^-methylnorleucinyl}-amino-7-meth^ 
* iydro-6H-dibenz[b,d]azepin-6-one 

5-W-(3,5-difluorophenylacetyl)-3^ 
5,7-dujydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3>5-difluorophenylacetyl)^.cyclohexylhomoalaninyl}-amm^^ 
methyl-5, Vdihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3,5-dlfluorophenylacetyl)-6-fluoronorleucinyl}-amino-7-^ 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(3,5-diflu^ophenylacetyO 
dihydro-6H-dibenkb,d]azepin-6-one 

5-{N'-(cyclohexylac^yl)^-ethylnorleucinyl}-ammo-7^ 
6H-dibenz[b,d]azepin-^6-one 

S-fN'-CcyclopropylacetyW-ethylnorleucinylJ-am^ 
6H-dibenz[b,d]azepin-6-oi 



5-{ N ' -(iso valery l)-4-ethy lnoi 
dibenz [b , d] azepin-6-one 

5-{N'-(3-(trifluoromethyl)ph 
5 ,7-dihydro-6H-dibenz[b,d] \ 



iny l}-amino-7-methyl-5 ,7-dihydro-6H- 



acetyl)-4-ethylnorleucinyl}-amino-7-methyl- 
-6-one 



5-{N'-(3,4-difluorophenylacet^^ 
dihydro-6H-dibenz [b , d] azepin-6-one^ 

5-{NX2,4-difluorophenylacetyM-e^^ 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(3-fluorophenylacetylM-^ 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(cyclopentylacetyl)^ 
dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(cyclohexylacetylM-me 
6H-d ibenz [b , d] azepin-6-one 

5-{N'-(cyclopropylacetylM-meto^ 
- dihy dro-6H-dibenz [b , d] azep in-6-one 

5-{N , -(2-thiopheneacetyl)^-methylnorleucinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b , d] azepin-6-one 
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S-^XisovalerylM-meth^ 
dib^iz [b , d] azep in-6-one 

5-{N'V3-(trifluoromethyl)phenylacetyl)^ 
methy 1-5 , 7-dihydro-6H-dibenz[b , d]azepin-6-one 

5-{N '-(4-^orophenyIacety IM-^^ 
dihy dro-6HVdibenz [b , d] azep in-6-one 

5-{N'-(3,4-diWorophenylacetyl)^-methyinorleucinyl}-amino-7- 
dihydro-6H-diBenz[b,d]azepin-6-one 

5-{N*-(2,4-difluorophenylacetyl)^-methyInorleucinyl}-amino-7-m^^ 
dihydro-6H-dibenzfb,d]azepin-6-one 

5-{N , -(3-fluorophenyWetyl)^-cyclohexylhomoalaninyl}-amino-7-^^ 
5 , 7-dihydro-6H-dibenzB) ,d]azepin-6-one 

5-{N'-(cyclopentylacetylm-cyclohexylhomoalaninyl}-amino-7 
dihydro-6H-dibenz[b,d]azepii^6-one 

5-{NXcyclohexylacetylM-cW 
dihy dro-6H-d ibenz [b , d] azepm*-one 

5-{N'-(cyclopropylacetyl)-4-cycmexylhomoalaninyl}-amino-7-m 

5-{N , -(isovaleryl)^-cyclohexylhomdalaninyl}-amino-7-methyl^ 
6H-dibenz[b , d] azepin-6-one \ 

5-{N'-(4-fluorophenylacetyl)^-cyclohe%lhomoalaninyl}-amino-7-^ 
5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one\ 

5-{N'-(3 ,4-difluorophenylacetylM^ 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6We 

5-{N'-(2,4-difluorophenylacetyI)^-cyclohexyllhomoalaninyl}-amino-7 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-fluorophenylacetyl)-6-fluoro 
dihydro-6H-dibenz[b , d] azepin-6-one \ 

5-{N'-(cyclopentylacetyl)-6-fluoronorleucinyl}-amiito-7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one \ 

5-{NXcyclohexylacetyl)-6-fluoronorIeuri^ 
6H-dibenz[b , d] azepin-6-one \ 
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5- { N ' -(cy clopropy lacety l)-6-fluoronorleucinyl}-amino-7-methyI-5,7-dihydro- 
6H-dibenz[b t d]azepin-6-one 

5-{N/-(isovaleryl)-6-fluoronorleucinyl}-amino-7-methyl-5 ,7-dihydro-6H- 
diberm b , d]azepin-6-one 

5-{N'-(3Vtrifluoromethyl)phenylacetyl)-6-fluoronorleucinyl}-^ 
methyl-5, Ardihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-flu^ophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5 ,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(3,4-diflu^ophenylacetyl)-6-fluoronorleucinyl}-amino-7-meth^ 
dihy dro-6H-dibenz[ b , d] azepin-6-one 

5-{N'-(2,4-difluoropVnylacetyO 
dihydro-6H-dibenz[b,o]azepin-6-one 

5-{N'-(4-methoxyphenylWtyl)-L-alaiunyl}-amino-7-meth^ 
6H-dibenz[b , d] azepin-6-orie\ 

5-{N'-(3-(4-methoxyphenyl&iW 
dihydro-6H-dibenz[b,d]azemiy6-one 

5-{N'-(l-naphthylacetyl)-L-ala^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3,4-methylenedioxyphenyla^tyl)-L-alaninyl}-amino-7-methyl^ 
dihydro-6H-dibenz[b , d]azepin-6-one\ 

5-{N'-(hydrocinnamyl)-L-alaninyl}-amlno-7-methyl-5J-dih^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(octanoyl)-L-alaninyl}-amino-7-metWl-5J-dihydro-6 
dibenz [b , d] azepin-6-one \ 

5-{N'-(3-(3-hydroxyphenyl)propionyl)-L-alaninyl}-amino-7-methyl^ 
dihy dro-6H-dibenz [b , d] azepin-6-one \ 

5-{N'-(3-(4-methylphenyl)propionyl)-L-alaninyl}\^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5- {N ' -(3-(4-chloropheny l)propiony l)-L-alaniny l}-am\no-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3-phenylbutyryI)-L-alaninyl}-amino-7-methyl-5,Vdihydro^ 
dibenz[b,d]azepin-6-one \ 
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5-W'-(3-(4-hydroxyphenyl)propionyl)-L-alaninyl}-amino-7-m 
dihydro-6H-d ibenz [b , d] azepin-6-one 

5-{N'V3,4,5-trifluorophenylacetyl)-L-alaninyl}-amino-7-me 
dihy dro\6H-d ibenz [b , d] azepin-6-one 

5-{N'-(4-(Vmethoxyphe^ 

dihy dro-6Hndibenz[b , d] azepin-6-one 

5-{NX3-(metlWycarbonyl)propion^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(4-phenylbufyryI)-L-alaninyl}-amino-7-meA^ 
dibenz [b,d]azepin-6HDne 

5-{NX3-(benzylthio)-iW 
6H-dibenz [b , d] azepin-6-cme 

5-{N'-(3-methylpentanoyl)^-al^nyl}-amino-7-methyl-5J-dih^ 
dibenz [b , d] azep in-6-one 

5-{NX7-carbomethoxyheptan^^^ 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(2-indanylacetyl)-L-al^ 
dibenz[b,d}azepin-6-one \ 

5-{N , -(5-carbomethoxypentanoyl)-L-alaninyl}-amino-7-methyl-5J-dihydr^^ 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(2-methyl-3-Benzof^ 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(propionyl)-L-alaninyl}-amino-7-meth^-5,7-dihydro-6H- 
dibenzfb ,d]azepin-6-one 

5-{NX3-methoxypropionyl)-L-alanin^ 
dibenz [b , d] azep in-6-one 

5-{N , -(3-(4-fluorophenyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b ,d]azepin-6-one \ 

5-{N , -(3-(4-fluorophenoxy)propionyl)-L-alaninyl}-amino-7-methyI-5,^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N*-(3-pentenoyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihy v dro-6H- 
dibenz[b,d]azepin-6-one 
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V{N'-(4-(2,4-dichlorophenoxy)butyryl)-L-alaninyl}-amino-7-methyl-5 ,7- 
aihy d ro-6H-d ibenz [b , d] azep in-6-one 

5-{^T-(2,3-dichlorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dlbenz [b , d] azep in-6-o ne 

5-{N'-(^4-cMorobenzoyl)prop 
dihydro-6H-dibenz[b,d]azepin-6-one 

5 - { N ' -(4 ' -fluorosuccinanily I)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz [b , d] az\pin-6-one 

5-{N'-(n-(diphenvlmethyl)glutaramyl)-L-alaninyl}-amino-7-m 
dihydro-6H-dibenz[b,d]azepin-6-one 

5 - { N ' -(2-fluoropheriVlacety l)-L-alaniny I } -amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N , -(cyanoacetyl)-L-ak^yl}-amino-7-meth^ 
dibenz[b,d]azepin-6-one X I 

5-{N'-(succinanilyl)-L-^an^l}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenzfb , d] azepin-6-one \ 

5-{N'-(2,4-dicMorophenoxyace^ 
6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(2-nitrophenylacetyl)-L-alanitiyl}-amino-7-m 
dibenz[b,d]azepin-6-one \ 

5-{N'-(beta-propylhydrocinnamyl)-L-al^nyl}-amino-7-m 
6H-dibenz[b , d] azepin-6-one \ 

5-{NX3-(2,4-dimethylbenzoyl)propionyl)^ 
dihy dro-6H-dibenz [b , d] azepin-6-one \ 

5-{N , -(2-fluoro-3-(trifluoromethyl)phenylaceWl)-L-alaninyl}-^ 
methyI-5,7-dihydro-6H-dibenz[b,d]azepin-6-oqe 

5-{N'-(2,4,6-trifluorophenylacetyl)-L-alaninyl}-Wino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(4-fluoro-2-(trifluoromethyl)phenylacetyl)-L\laninyl}-amm^ 
* methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 

5- { N ' -(2-fluoro-4-(trifluoromethy l)pheny lacety l)-L-altfniny 1 } -amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 
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5V N ' -(4-hydroxy pheny lacety l)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
diDfcnz[b,d]azepin-6-one 

5-{NV4-methoxyphenoxyacetyl)-L-alaninyI}-amino-7-methyl-5,7-dihydro- 
6H-d ibhnz [b , d] azepin-6-one 

5-{N'-(2-methoxyphenylacetyl)-L-alaiiinyl}-amino-7-niethyl-5 ,7-dihydro- 
6H-dibenz[D,d]azepin-6-one 

5-{N , -(2-bromophenylacetyl)-L-alaninyl}-amino-7-methyl-5J-d^ 
dibenz[b,d]azepin-6-one 

5-{N'-(4-benzyloWphenoxyacetyl)-L-alaninyl}-amino-7-methyl 
6H-dibenz[b , d] azemn-6-one 

5-{N'-(4-hydroxyphelwxyacetyI)^ 
6H-dibenz [b , d] azepin-<S-one 

5-{N , -(levulinyl)-L-alani>iyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one V 

5-{N'-(2-hydroxyphenylac^l HL^laninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 



5-{N'-(3 ,4-dimethoxyphe rfylac^ 
dihydro-6H-dibenz[b , d]azepin-6-We 

5-{N'-(3-(4-methoxybenzoyl)propi^yl)-L-alaninyl}-amino-7-meth^ 
dihy dro-6H-dibenz[b , d] azepin-6-one\ 

5-{N'-(3-(4-phenylbenzoyl)pro 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(3-hydroxyphenylacetyl)-L-alaninyl}^amino-7-rnethyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(N-acetyl-N-phenylglycm^^ 
6H-dibenz[b , d] azepin-6-one 

5-{NXthiophene-3-acetyl)-L-alan^ 
dibenz [b , d] azepin- 6-one 

5-{NX6-phenylhexanoyl)-L-alaninyl}-am 
- dibenz[b , d] azepin-6-one 

5-{N'-(cyclohexanebutyryl)-L-alaninyl}-amino-7-methy\5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 
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5-W'-(2,3,5-trifluorophenylacety^^ 
dihydro-6H-dibenz [b , d] azepin-6-one 

5 - { N 'V2 , 4 , 5 -trifluoropheny lacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy drov6H-dibenz[b , d] azepin-6-one 

S-lN'-Cvi^IacetyO-L-alaninyll-amino-T-methyl-SJ-dihydro-eH- 
dibenz[b,dJ!azepin-6-one 

5-{N , -(3-mettWlthiopropionyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(3-nitropheWlacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenzfb, d] azepin-orone 

5-{N , -(n-tert-butylsuc\inamyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azep in-6-onk 

5-{NX4-bromophenylaceWl^ 
dibenz[b,d]azepin-6-one y \ ^ 

5-{N' -(3-(4-fluorobenzoyl)o^^ 
dihydro-6H-dibenz[b ,d]azq)in-te-one 

5-{N' -(o-chlorophenoxyacety l)-L\alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5- {N ' -(p-toly lacey l)-L-alaniny 1} -ami W>-7-methy 1-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(m-tolylacetyl)-L-alaninyl}-amino\7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{N '-(3 ,4-dichloropheny lacetyl)-L-alaninyh-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one A 

5-{N'-(4-chlorophenoxyacetyl)-L-alaninyl}-ammo-7-methyl-5,7-^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3-methylphenoxyacetyl)-L-alaninyl}-amindV7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(4-isopropylphenoxyacetyl)-L-alaninyl}-aminoY-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(4-phenoxyphenylacetyl)-L-alaninyl}-amino-7-me\hyl-5,7-dihydro-^^ 
dibenz [b , d] azepin-6-one \ 
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\5-{N'-(phenylmercaptoacetyI)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
oibenz [b , d] azepin-6-one 

5-{&U4-ethoxyphenylacetyl)-^ 
dibenz[b,d]azepin-6-one 

5-{N , -(2^dimethoxyphenylacetyl)-L-alaninyl}-amino-7-methyl^ 
dihy dro-6Ifrdibenz [b , d] azep in-6-one 

5-{N'-(o-tolyl\cetyl)-L-alaninyl}-amino-7-methyl-5J-dihy 
dibenz[b , d] azepin-6-one 

5-{N , -(3,3-diphenWpropionyl)-L-alaninyl}-amino-7-meth^ 
dibenz [b , d] azepin-6\pne 

5-{N'-(3-phenoxypropWyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one\ 

5-{N'-(4^trifluoromethyl)M^lacetyl)-L-alaninyl}-am 
dihydro-6H-dibenz[b,d]azenl^ 

5-{N , -((4-methylphenoxy)aietfc-L-alaninyI}-am^ 
6H-dibenz [b , d] azepin-6-one \ 

5-{NX2-phenoxyphenylacetyl)-L-W 

5-{N'-(3-phenoxyphenylacetyl)-L-alafunyI}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3,4-dichlorophenoxyacetyl)-L-alatunyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azep in-6-one \ 

5-{N'-(4-fluorophenoxyacetyl)-L-alaninyl}-^ino-7-methyl-5J-dihydro 
dibenzfb , d] azepin-6-one \ 

5 - { N ' -(3 , 4 , 5 - trimethoxy pheny la^ 
dihydro-6H-dibenz[b , d] azepin-6-one \ 

5-{NX2,4niichlorophenylacetyl)-L-ate^ 
6H-dibenz[b , d] azepin-6-one \ 

5-{N , -(4-thianaphthenacetyl)-L-alaninyl}-amino-7-memyl-5 ,7-dihydro-6H- 
" dibenz [b,d] azep in-6-one \ 

5-{N'-(methoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 
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S-lN'-CethoxyacetyO-L-alaninyll-amino-T-methyl-S ,7-dihydro-6H- 
dibeuiz[b,d]azepin-6-one 

5 -{N 'Nphenoxyacety l)-L-alaniny l}-aniino-7-methy 1-5 ,7-dihydro-6H- 
dibenz[oud]azepin-6-one 

S-fN'^S-^thoxyphenoxyacetyO-L-alaninylJ-amino-T-meihyl-S ,7-dihydro 
6H-d ibenz [ by. d] azep in-6-one 

5-{N'-(4-butoVph^ 
dibenz[b , d] azepin-6-one 

5-{NX3-(2-meth(&yphenyO 

dihy dro-6H-dibenz [b , d] azep in-6-one 

5-{N'-(N,N-dimethylWri^ 
6H-dibenz[b,d]azepin-6rone 

5-{N'-(3-(3,4-methylene^^ 
methyl-5J-dihydro-6H-dibe^[b,d]^zepin-6-one 

5-{N , -(2-chloro-6-fluoropy^lacetyl)-L-alaninyl}-amino-7-meA^ 
dihydro-6H-dibenz[b^]az|fepiA\6-one 

5-{NX2,5-difluorophenylacetyl^ 
6H-dibenz[b , d] azepin-6-one \ 

5-{N'-(pentafluorophenoxyac^ 
6H-dibenz[b,d]azepin-6-one \ 

5-{NM3,5-bis(trifluoromethyl)ph^ 
5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-onA 

5-{NX3,5-dimethylphenoxyacetyl)-L^^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(4-chlorophenylacetyl)-L-alaninyl}-amtao-7-methyl^ 
dibenz[b,d]azepin-6-one \ 

5-{NX3-chlorophenoxyacetyl)-L-ate^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(benzo[b]thiophen^ 

dihydro-6H-dibenz[b,d]azepin-6-one Y 

5-{NX3,5-dimethoxyphenylacetyl)-^ 

dihy dro-6H-dibenz[b , d] azepin-6-one \ 
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5-\N'-(2,5-dimethylphenylacetyl)-L-alaninyl}.amino-7- 
6fPd ibenz [b , d] azep in-6-one 

5-{N'Wesitylacetyl)-L-alaninyl}-amino-7-methyI-5 ,7-dihydro-6H- 
dibenz [b^d] azep in-6-one 

5-{N'-(4-bVhenylacetyl)-^ 
dibenz [b , d] a^epin-6-one 

5-{NXN-(tert-Woxycarbon^ 

methyl-5 , 7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{NXtrans-styrylWtyl)-^^ 
dibenz [b , d] azep in-6^one 

5-{N'-(4-acetamidobumyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one\ 

5-{NX3-(2-chlorophenyl)W 
dihydro-6H-dibenz[b,d]azepin-6-one 



5-{NXbutyryl)-L-alaninyl}-2 
dibenz [b , d] azepin-6-one 

5-{N'-(trans-3-hexenoyl)-L-alftnil 
dibenz [b , d] azepin-6-one 



fy-7-methy 1-5 , 7-dihydro-6H- 
ty 1 } -amino-7-methy 1-5 , 7-dihydro-6H- 



5-{N'-(5-phenylvaleiyl)-L-ate 
dibenz[b , d] azepin-6-one 

5-{N'-(3-(3-methoxyphenyl)propion^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-cWoro-beta-methylhydrocinnamVl)-L-alaninyl}-ami^^^ 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{NX3-(trifluoromethyl)butyryl>^^ 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(alpha-naphthoxyacetyl)-L-alaninyl}-amtoo-7-methyl-5J-d 
dibenz [b , d] azep in-6-one 

5-{N , -(3-(4-phenoxybenzoyl)propionyl)-L-alaninj^}-amino-7-methyl-5,7- 
*dihydro-6H-dibenz[b,d]azepin-6-one * 

5-{N'-(3-(2-trinuoromethylbenzoyl)propionyl)-L-alamnyl}-amino-7-methyl^ 
5 , 7-dihy dro-6H-dibenz [b , d] azep in-6-one 
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5 ^ N ' -(3-benzoy lamino^ 

5 , T^-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{NV4-(hydroxyim^ 
dihydrdr6H-dibenz[b,d]azepin-6-one 

5-{N'-(4'-hiethylglutaranilyl)-L-alaninyl}-amino^ 
dibenz[b,d]azepin-6-one 

5-{NX(4-(4-etWl-phenoxy)^^^ 

5 , 7-dihy dro-6H-qibenz[b , d] azepin-6-one 

5-{N*-(3-Benzoyl-3^henylpro^^ 
dihydro-6H-dibenz[b>d]azepin-6-one 

5-{N'-(4-(hydroxymeth^phenoxyacetyl)-L-alaninyl}-amino-7-meA^ 
dihydro-6H-dibenz[b,d]aiepin-6-one 

5-{N'-(4,4,4-trifluorobutyi7VL-alaninyl}-amino-7-^^ 
dibenz[b,d]azepin-6-one \ / 

5-{NX3-isobutyiyIamino-3-ph^ 

5 , 7-dihy dro-6H-dibenz [b , d] azepi A6-one 

5-{N , -((2-methylphenoxy)acetyl)-L-kaninyl}-amino-7-methyl^ 
6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3-(phenylsulfonyl)propto^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(4-nitrophenylacetyl)-L-alaninyl}-am\no-7-methyl^ 
dibenz [b , d] azepin-6-one \ 

5-{N'-(3-ethoxypropionyl)-L^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(23-difluoromandelyl)-L-alaninyl}-amino\-methyl-5J-dihydro-^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(2,6-difluoromandelyl)-L-ate^ 
dibenz[b,d]azepin-6-one A 

5-{NX4-fluoromandelyl)-L-alani^ 
- dibenz[b,d]azepin-6-one \ 

5- { N ' -(2 , 5-difluoromandely I)-L-alaniny 1 } -amino-7-metliy 1-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 
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>S-{N'-(dl-beta-phenyllactyl)-L-alaninyl}-amino-7-m 
dibenz [b , d] azep in-6-one 

5-{^T-(dl-mandelyl}-amino-7-methyl-5^ 
one \ 

5-{N*-(i^Woromandelyl)-L-alaninyl}-amino-7-methyl-5,7-dihyd 
dibenz [b , chazepin-6-one 

5-{NXl-alpt^hydroxyisocaproyl)-L-alaninyl}-amino-7-meth^ 
6H-dibenz[b,d}azepin-6-one 

5-{NX4-bromonWdelyl)-L-alani^^^ 
dibenz [b , d] azepin-e^one 

5-{NXM+)-lactyl)-Lyianinyl}-^ 
dibenz [b , d] azepin-6-onk 

5-{N'-(dO-phenylacetyl)-I^alam 
dibenzfb , d] azepin-6-one \ 

5-{N'-(5-methylhexanoyl)-L-alfc^^ 
dibenz[b , d]azepin-6-one / \ / 

5-{N'-(3,5-difluorophenylac^l)-^ 
dihydro-6H-dibenz[b,d]azepin-6-onet 

5-{N'-(3,5-difluorophenylacetyl)-L^^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(3,5-difluorophenylacetyl)-L-leuci^l}-amino-7-methyl-5J-dih^ 
6H-dibenz [b , d] azepin-6-one \ 

5-{N'K3,5-difluorophenylacetyl)-L^^ 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(3 ,5-difluorophenylacetyl)-L-threoninyl}-^ino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3,5-difluorophenylacetyl)-L-alpha-(2-thienyl)Wciny^ 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(2-thiopheneacetyl)-L-methioninyl}-amino-7-metlwl^ 
-dibenz[b,d]azepin-6-one \, 

5-{N , -(2-thiopheneacetyI)-L-2-phenylglycinyl}-amino-7-methyl-5,7-dihydro- 
6H -d ibenz [b , d] azep in-6-one 
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5-{N'-(2-thiopheneacetyI)-L-leucinyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenzfb , d] azepin-6-one 

5-{N'^-thiopheneacetyl)-L-2-cyclohexylgIycinyl}-amino-7-methyl-5,7- 
dihy dro^6H-dibenz [b , d] azepin-6-one 

5-{N'-(2-tmopheneacetyI)-L-threoninyl}-amino-7-m 
dibenz[b,d]azepin-6-one 

5-{N'-(2-thiopheneacetyl)-L-alpha-(2-thienyl)glycinyl}-a^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(isovaleryl)V-methioninyl}-amino-7-methyl-5,7-dihy^^^ 
dibenz [b , d] azep in-6\pne 

5-{N'-(isovalei7l)-L-2\phenylglycinyI}-amino-7-methyl-5J-d 
dibenz[b , d] azepin-6-ona 

5-{N'-(isovaleryl)-L-Ieuc^l}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one \ 



5-{N'-(isovaleryl)-L-2-cycloJ 
dibenz [b , d] azepin-6-one 



Iycinyl}-amino-7-methyl-5,7-dihydro-6H- 



5-{N , -(isovaleryl)-L-threoninyl}ynino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{NMisovaleryl)-L-alpha-(2-to^ 
6H-dibenz [b , d] azep in-6-one 

5-{N'-(phenylacetyl)-L-metW^ 
dibenzfb , d] azepin-6-one 

5-{NXphenylacetyl)-L-2-phenylglycinyI^ 
dibenz [b , d] azep in-6-one 

5-{N'-(phenyIacetyl)-L-leucinyl}-amino-7-i^ethyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(phenylacetyl)-L-2-cyclohexylglycinyl}\amino-7-methyl-5J-dih^ 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(phenylacetyl)-L-threoninyI}-amino-7-me\hyl-5 ,7-dihydro-6H- 
"dibenz[b,d]azepin-6-one 

5-{N , -(phenyIacetyl)-L-aIpha-(2-thienyl)glycinyl}^amino-7-methyl-5,7- 
dihy dro-6H-dibenz[b , d] azepin-6-one ; \ 
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and pharrn&eutically acceptable salts thereof. 
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